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II 
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t:u^>m, trnu>m, j — jits. >au j 
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^175^4^^*^^ 3 7bM8M b < 5 XI* 6 H) ©ffrfn 
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^M^lX«2M*J:U c ^^17bM3li^^-tf 3 <«t X>U 

£b<fcfc5Xfci:6H) OTIS«J^*#*Ss WitfWJ^ 
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U ;i/ (0J £ fc£ 1 , 2, 3-^7i?7^'J;K 1, 2, 4-f7y7V>J;K 
1, 3, 4-^^t?^^U;K 1 , 2 3 5 -f-TitTWJVteZ) 1$ ; 
B&HJ^ 1 Xtt 2ffi^3«t^0^M^ 1 72rM 3iH£^tr^gS*n$gi^i^£, 
-{>t; [3, 2-d] 3^T\/'j;Mg; 

mmm? i 2 m& kvmmm^ i 3 mzsts 3Z&M8M (£ ds? 

K*JK-? 1 2 <@43 iVlgl? 1 Jim 3 <® S^tf 3 Tim 8 m ( cfc D U 

;k *;wtyu;w 2, 3 -^^D^.>^^-r > K U;i>> 2, 3-^tKn 
[b] ;k 2, 3-e;tKD^>vr [b] ^^vf-;K ^ 



mmm* i Tim 4 m*m-rz> 3 8m (i&<§LV<&5x.&6m) ©^es 
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&) > i&mTjv^jj <i )v& (m%.&. t^)v^ ru/^j j ^itm-f^ti 

r«g|SS^ b-r & £ « #3 J; t> fcFji&am^t bt 
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^yv=f-7^=- ;k 3^\/u;k tr^\/'J;K ^t>-\/y;K ^n^>s 

5. ^V^7K >f > K »J 7K >f U 7K i?x;K h U TV U 

R 2 3^771/^" l^—;K ^-7^-7W -T>h*U7K *;V7^^U7K 2, 3-2/* 
D^V^y << > K U7K 2, 3 -^t KD^>1/ [b] ^-^r-fetf^;W 2, 
3-i?t^D-^W [b] ^-j:i;-;K *D^>-£&tK 
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ib*3-\s>. m<b^v>^ fttta^K tru^>> h'jiW^^ ^ 

> -e > ^cd «t a & s jfc t * s & v ^ <d ^mmm * x & * n .© 

*;i/7-^> (mfcfh u^^;i/T^ , t'jy^ i^^wutf 
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J i/^u^%/)V) i3)\/iS¥j 5. Y ; N, N' 

* y ; y jftEK>f v fu ; **$/»fb* (^fb*** y ;v) ; 

WJ^A*; 2 5 - (m-^;i/*^^-;i/) >f y t W.U 

>>At b*D^^ K • ; h y 1 — f h 

(p-^DD^>t'>^M-Wi') - 6 -&uu — 1 H-^W h y 

nili^h y ^DD^fjw ^-^sy^b^^osiS(c:«to-ci@St*nst^to 

mmb&%} (la) Xfck*©«Kfc^ <bi§r^ (IV) 4bilrtl 
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4bp<-?-i/>. JKbx^u>> Wf&x-z-)^ tr»;i?>. F'jiwrA ^ 

> -if > ^ © «t ? fcH £ & u $ & v > m m © mm^B 4* x & ^ n h © 

SJfo&s =¥^>TO> 7nW>^ h'J^DD^ bU^;V5j-PM. 

IWfli^ (lb) Xii^©^(*s flS^«J (VI) 3m^©*&&> fc£r$) 
(VI I )Xfcfc * (DMbRmiS^ ffi<&RJ&knir 2>z£i£&*) KfcTf # 3 o 

E©Rjte»5fiffi\ tK. **^-;k 3^9 j -)W 7d/vhw 

^w^SiS^^v^ffl©*^^«t'xa^ne»©^^*^ : fTt)n^)o 

Sffrtbiirt/ ( I ) x&*©iM&. (ID xtt*0«*N fls-kfc (v 

III) Xte^coMh Kflsfi*fcftr*ci:fc±t)iMftt!* 
^©^&(is Mm^l^^fe*)©^^^^^^^^^^^^^* 5 "^^ 

g ffMbiirtJ (I c) xii^©mtt> flsilrtJ (VI) x«*©«Sx fc-Sya 
(I X) x&^©M£S/i&£*3eihfc:«fct)S!Bi-e£So 
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BWfli^ft (Id) Xtt^^ffitts ftl-^tl (X) <bi» (X 

BKHfrfrW (If) ft-fr* (Ie) xtt*©«*;dc3fc*8in 

8 

BWfli^Ki (Ih) Xt±*©tftBu (is) xtt*<Dtt***»fln 

B«Hb-€rt» (Id) X.l± j e<DW±, ih^m (I i) Xii^©^^7K^mtH] 

o 

S«Hb£4& (Ik) Xfcfc^Oigfci:, fls£-*& (XII) Xt±*©J»Sfc^#5 
(XI I I) Xtt*©ttfcSJ&£*a£fcCJ:D»l3BT?t*o 

■ 

int)^ (ii) x&^©*tt±. ft-sus (xiv) xtt j e<z>tt*-fb'&« 

(XV) fcKJ6;**a£fcfcJ: !>»arC£So 

as&i 2 

B«rtb-&w (im) xtt-eotttiu (ID xtt*<z>tt*ffiMW- 
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(CNS) ; n*-r zn^y-;b N ^3^>:}3<fc W^l/Wr 
#SPJ3© g ft<b£r4l&J (I) cD^TO£^-rfctf>lCs *%Qi(Dftftfl94b'M 

[ 3 H] 7 

-T&;i h^-C^So £©;fr^fcJu (P a z o s) §t<tot> 19 8 
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mmmm. (500^1) £ c 3 h] ( i nM) t#t: s m. 

(pH7. 4)T-3 7°C7?3 O^ttfe. *#^l±^7>4! U >( 1 
//M) ©#^T"??«iJ^^tl^o 3 0 nMcD^t:^P>*S5 -HT 2 A ggfit-s 

©*s-&*B&±rafc«>fcJB^e>nao ttifcfli^ft ( 1 o~ 6 m) j±i o o>w 
i-r-DMfLhn&o umi± 100 o At it-&3o tg^&r^^^nzjwN- 

(a) (3E) — N— [3- 1 ;v) -4- 







(a) 


8 2 
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-tf^?-> x ss^ N ^?r>, *v-ym. -bmrmis&v 

3fb-£rt) (I) (DUmic J: DMtS. — jteCfci. -B^feDO. Olmg 

&m ( I) ifis le]&#:B^O . 0 5 ms, 0. Imgs 0. 25mg, 

0. 5mg N lmg> 20mg. 50mg^ 1 0 0 mg t UTffl^ bti&o 

S^0O 1 

3 - — h D7- U > s 7i^BSI, 4 -^^7$ y U 1 - 

[3- (i;^^;i/7^y7"D^l/) — 3 — sL'f-fy ^ F • Ei8£:8ix 

ft^^;i/^#3^bs tkffi*. (3H1) \ tKs #7kIHb:M- U^A 

ftK^^fr&lflSBU N- (3-n h d 7 i^/V) ^i^l/T^te hT" 

mp : 1 3 3- 1 34*0 

I R (KBr) : 3 2 4 2, 1 6 5 7 cm -1 

MS : 2 5 7 (M + 1) 

NMR (DMSO, 6) : 3. 70 (2H, s) , 7. 2 0-7. .3 8 (5 
H, m) , 7. 60 (1H, dd, J = 8. 2 Hz, 8. 2 Hz), 7. 8 
8-7. 95 (2H, m) , 8. 63 (1H, dd, J = 2. 1Hz, 2. 
1Hz) , 1 0. 6 6 (1H, br s) 

» 

mmm 2 
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T?tt»U &^T-;**y-;VT-?fii£liU N — (3-?$;7x-jl/) 

mp : 14 1-14 2*0 

I R (KB r) :1 6 7 8 cm" 1 

MS : 2 2 7 (M+ 1) 

NMR (DMSO, 6) : 3. 58 (2H, s) , 5. 03 (2H, s), 
6. 23 (1H, d, J = 7. 8Hz) , 6. 68 (1H, d, J = 7. 7 
Hz), 6. 80-6. 96 (2H,m), 7. 18-7. 42 (5H, m) , 
9. 82 (1H, s) 

mnm+ (H 2 0) 1/6 : C ; 7 3, 15, H; 6. 31, N; 12. 1 
9 

MMiM : C ; 7 3. 3 7, H; 6. 17, N ; 12. 26 
mp : 1 6 2- 1 6 4°C 

IR(KBr) ; 3 3 5 4, 1687, 1627, 1550cm- 1 
MS : 2 6 9 (M+ 1) 

NMR (DMSO, 6) :6. 82 (1H, d, J = 15. 8Hz), 7. 
40-7. 58 (3H, m), 7. 60-7. 71 (4H, m), 7. 91 



WO 01/68585 



23 



PCT/JPOl/01993 



-8. 03 (2H, m), 8. 76 (1H, dd, J = 2. 1Hz, 2. 1 
Hz) , 1 0. 7 2 (1H, br s) 

MS : 2 3 9 (M+ 1 ) 

NMR (DMSO, d) : 5. 09 (2H, br s) , 6. 28 (1H, 
d, J = 7Hz), 6. 77-7. 04 (4H.ni), 7. 35-7. 6 8 
(6 H, m) , 9 . 8 7 ( 1 H, s) 

1 -7)\,HrU- 3 -3- K- 5 -=. hD^>Hf> (2 . 4 5 g) x 1, 2 
-5>*?-/Wf ^^V^— ;i/ (1. 7 7g) s j^I^U^A (2. 5 4 g)\ » 
W'^Wl* (II) (10 3mg) MN, N-^fMM7^ h* (6 
0ml) ©®-^#I^Ji#Tt3 1 4 0°C-£ 1 4 BtfMgfcbfco tfip^ HJBfc*g 
(10 0ml) g^^^-;v (100ml) T*2lElttmb 

feo ttm^fc^-to^ 7k (200ml) T*2|U t AJg* (10 0ml) T**5fc 

#bfco i til ^itv i/ a t&ttft-cjjteu at 

7 -r Jc <fc £ HfM U ^b^^i/>-^^;i/^;i/3J~;n?^aib> 5- (3- 

(i. oig) zn&mmtvxmzo 

MS : 2 3 6 (M+ 1) 

NMR (DMSO, 6) :2. 37 (3 H, s), 3. 62 (3H, s), 
7. 17 (1H, s), 7. 8-7. 9 ( 1 H , m) , 8. 0-8. 2 (2 
H, m) 
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5- (3-7WD-5--bD7i_/l/) -1, 2 1 H- 
-f ^ y y J-fr (4 0 Omg) ©^^l^lo— ;i/ (5ml) h U £ 

h=^> h* (^^y-;i/€)2 8%«) (1. 6 4 g) ZMZtco m&W 

*»«nM 4mmmm\stz 0 Rjfc$B-&*&4* ( 3 omi) 

(3 0ml) hmh*3-\s> (3 0ml) -ettffibfco #Hfcbfc 
J:b*ISlU ^b^^l/^-^^^TJl/n— ;i/t^ttJU 3- (1, 2-V 

^f;i/-lH-^^V-;i/-5-^ji/) - 5-z|-D7i-/i/ (^^;i/) 

x-^jl/ (2 2 Omg) *Hfi«£gfcLT*#fco 
MS : 2 4 8 (M+ 1) 

NMR (DM S 0 , 6) : 2. 37 (3H, s), 3. 59 (3H, s), 
3. 93 (3H, s), 7. 08 (1H, s), 7. 4-7. 5 (1H, m) , 
7. 6-7. 7 ( 1 H, m) , 7. 7-7. 9 ( 1 H, m) 

mmm7 

3 - (1, 2-^^^-lH-^^y-/V-5-^fJl/) - 5 h d 
(*^;i/) (2 0 8mg) N m&M (3 1 2mg) b 

7t kd77> o. imi) <Dm^m^m^hm-m • 6zmm (2 img) 

• ItKSJ^J (0.3 1ml) *m%.fc 0 ^£©?g-£«8 0°Cf 

m^JV (4 0ml) "C#f*U (2 0. §30ml) (2 0 

ml)T^bfco^bfc^*iji^«x'^^^»>A-e^b^ ^bfeo 
H$£©$§*££g5feU 3-(l, 2-^f/l/-lH-f^y-Jl/-5- 
^;V) - 5 h^r>>T- U > (18 6mg) Zf&mtVXmtzo 
MS : 2 1 8 (M+ 1 ) 

NMR (DMSO, <?) : 2. 32 (3H, s) , 3. 49 (3H, s) , 



WO 01/68585 



25 



PCT/JPOl/01993 



3. 68 (3H, s) , 5. 2 0 (2H, br s) , 6. 0-6. 3 (3 
H, m) , 6. 7 4 (1H, s) 

h U 7^0»i (8. Og) S2-^n ; E-6-^DD-4--hDT 
-U> (1 0. 0 g) ON, N-^^WM7^ h* (8 0ml) *K * 
Mflg^HJ^A (2. 8 8g) (5ml) *fcin*^ #£ftfc 

wm&<»mmwi*&u-c 1 &flB«#bfco»&«ifc h y ^)vt s. x i 2 . 

lg) £flO;U *&C1*HBJI#U »I^^^'(4 0 0 m 
1) t7X (3 0 0ml) ©P^T-^lSbfeo ^HUfetil^lNItt* (2 
Hj N # 2 0 0 m 1 ) . tK (200ml) & IflBSUfeSfak (10 0ml) 

^>t^tBU 3-7o : E-5-^Dn-hD'<>-B> (2. 5g) 4 

NMR (DM SO, tf) : 8. 29 (1H, dd, J=l. 8Hz, 1. 8 
Hz), 8. 32 (1H, dd, J = 2. 0 Hz, 1. 9Hz), 8. 38 
(1H, dd, J=l. 9Hz, 1. 8Hz) 

mmm 9 . 

tt«;^y<>A (ID (1 1 9mg) ZS-ZfU^-S-tVU-YU 
^>-g>(2. 5g). 1, S^V-* (2. 03g)»V 

(2. 9 2 g) ©N, N-^^WM7 5 F (5 0ml) 
+ fc*»Tf3»*. 1 4 0-C-C 3«fWI*#Ufc. 

( 2 0 0ml) illM***-* (2®> #10 0ml) 
Kfrmistco * (2EU #10 0ml) fcfiSffi^m* (1 

0 0ml) "Ctt^U ?»^*S/*A-C«fc*U ^®bfeo tttt©tt«K£ 
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g*l/t8S§§> f^^;V-^*^>T-t&#U 5 - (3-^DD-5 
--hD7i-^) - 1, lH--f (1. 5 3g) 

MS : 2 5 2 (M+ 1) 

NMR (DMSO, 6) :2. 37 (3H, s) , 3. 6 1 (3H, s), 
7. 17 (1H, s) , 8. 00 (1H, dd, J=l. 7Hz, 1. 7H 
z) , 8. 17 (1H, dd, J = l. 9Hz, 1. 7Hz), 8. 22 (1 
H , dd, J = 2. 0Hz, 2. 0Hz) 

mmm 10 

5- (3-^DO-5-rhD7ir;V) -1, 2-y^f;V-lH — T 
^^n/—;^ (13. 6 g) ©^y— ;p (2 7 2ml) (13 6ml) 
J:©^^tw^bTV^^^A ( 1 . 4 5 g) N -fe^-f h (2 7 g) hWk 

mo. osg) #7 o-cT-m^u^^^in^feo mwrm.n*2mffiwm 

tzo SJ&*g-£r« ^31 U K^^^ (5 0 0ml) T*ffJl> -fe^W hT* 

Ssl^U. Ifc. 1 Nit ( 2 0 omi)-es«iu 

j&fb*?-l/> (3HI. #10 0ml) T-&#U 1 N7jc^b^" h U^A^ 

yffitu WfoM-vy (3iek #ioomi) -ettffitfco 

^6£#. S^^^-^— ^;i/T*3^#b. 3-^dd-5 - (1, 2-i? 
;WI/-1H — f * ^.7— ;i/-5 -w;v) T-U> (4. 8g) »$tfe^ 

MS : 2 2 2 (M+ 1) 

NMR (DMSO, 6) : 2. 32 (3H, s) , 3. 50 (3H, s) , 
5. 53 (2H, br s), 6. 5-6. 6 (3H, m), 6. 81 (1 
H, s) 
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mmm 1 1 

3 hD^>X7;PTb K (3 0 2mg) N 4-T^y-2-^DDl^ 
US>> (3 0 8mg) £N, N-^^b*;i/A75 F (10ml) (DM-a 
VBfo. mftTMU-?^* A (I V) -f V^DTjfdpi/ K (8 5 2mg) Ik 

^ D; ^ ^-f F (2. 12g) ftj&D*., SM7H»fco#f.HfcS 

20ml )t*##?u i vt7kmftj- h u 2 . 
imi) Tf^aiu 3 ofrmmnxstzo ^bfeMt^^tts mm* 

zK (3111s ^20ml) T*i$fc$£Lfco Mtfctil^Mvn^^A-e 

•eM^u n- (3-^fD^>^) -N- (2 -^Do-4-tru$;;i/) 

TS> (3 8 3mg) §iIJ:lt^o 
MS : 2 6 4 (M+ 1) 

NMR (DMSO, 6) :4. 52 (2H, d , J = 6. 2Hz), 6. 4 
-6. 7 (2H, m) , 7. 5-7. 9 (4H, m) , 8. 1-8. 3 (2 
H, m) 

MfeW 1 2 

N- ( 3 h D^>^;i/) -N- (2 -^DD-4-tTU T ^ > 

(2 6 4mg) > AMIS T A (2 7mg) N — ;i/ (5m 

D.5 i h^tFD7^>(2. 5ml) ii7jc(2. 5ml) ©*g-£t)fc:-tz 
h (2 7 Omg) fc$c*fr ( 1 6 8mg) *1)UZ, 7 0'Ct«bfc o m 

&*2v$mmmTm.tttz 0 Rmm-^m^mv^ mm^j^ (20ml) -e 

#$IU h-ZMMLtco (2®. #3 0ml) tikMyk (2 

0ml) T-ife#bfco ^bfe^S^efl^v^i/^AT-^L, Mb 
fzo MWL(D&m%&3iL. N- ( 3 -7-$ y^t>s;;i/) — N— (2-^DD 
-4-l^>;^;i/) 7*=-> (2 5 Omg) ft#fco 



WO 01/68585 



PCT/JPOl/01993 



28 

MS : 2 3 4 (M+ 1 ) 

NMR (DMSO, 6) : 4. 16 (2H, d, J = 5. 8Hz), 5. 0 
6 (2H, br s) , 6. 3-6. 6 (5H.ni), 6. 97 (1H, t, 
J = 7. 6Hz), 7. 39 (1H, t, J = 5. 8Hz), 7. 79 (1 
H, d, J = 5 . 8 H z) 

mmm 1 3 

' 5 -7;v^-d- 2 h*$"0-\£>-b)),tf^*T$. K (4. 0 4 g) © 

h > (2 2ml) Si»*fc* 3 e^b.* f^P ( 2 . 7 1ml) £^MT- 
iD^-fco l&4*tl#bfco SB^ •fvrD^Vx-f;!/ (2 2 ml) 

£JP^ ^J&bfc&IM&MiU ^ VT'n tf;i>aL— (3Jek §5ml) 

-h • 3^-fb7jc^*i (6. 2 6 g) ^m^mm^^mtzo 

mp : 122-123 "C 
MS : 2 0 0 (7 1 ) 

NMR (DMSO, 6) :2. 70 (3H, s), 3. 37 (2H, br s) , 
3. 86 (3H, s), 7. 29 (1H, dd, J = 9. 2Hz, 4. 3H 
z), 7.43-7. 5 3 (2 H, m) 

mmm 1 4 

h^>>»n75 k (o . 7 5 g) £ N mm^jv^4Nmm ( 1 omi) 
^mxtzo —mm^Mu^xmrn^^ ( 1 0 0 m 1 k 1 n^m^ h u 

(5 0ml) ^iP^feo **£Jl£#iRU 7^-fb± h U »> &<DW^frm 

^•e^(2(ei) u ^2k-e8fe?$u ravy^s/^^Tis^b, asssu 

«*©*«l*fS*U I^^^;i/-^ai^;v^-^;V^^S^^bs N - ( 3 
-7^ y 7x — -2-^ h^Fi/i/>7-A75 K (3 3 9mg) fcft&Jjg 
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mp : 1 3 7 - 1 3 9°C 
MS : 2 6 9 (M+ 1 ) 

NMR (DMSO, d) :3. 88 (3H, s), 5. 08 (2H, s), 

6. 27 (1H, d, J = 8. 1Hz), 6. 75-7. 14 (6H, m) , 

7. 39 (1H, dd, J = 7. 1Hz, 7. 1Hz), 7. 55 (1H, 
d, J = 7. 6Hz), 7. 76 (1H, d, J=15. 8Hz), 9. 8 
4 (1 H, s) 

mmm 1 5 

N-(3-i/?;7ir;i/)-2-^DDi/>tA7^ F(10.19g) N 
h7th* (13. 5 g) „ (1 8ml) M4NIi ( 1 

8ml) <Di?**V 1 0 0°CT-3 O^PM^bfeo #£J^ * 
zk (4 0 0ml) 3 O^lfilLfe. -^fifc b fc i*|ft«J U 

7K"e^#bfeo mh*?-V> (5 0 0ml) -C^^ U — ttfcU Jtau * 
£ ^ * y (1 0 ml) ^T*^^ 'j-^tU StStU pt^y— ;i/ ( 2 
Hk #5ml) -£&?£U N — [3- (T5. J *;i/^^^--r;i/) 7ir;H 
-2-^nDS/>tA7^ H (8. 1 3g) ^^MltltHfeo 
mp 195-197 °C 
MS : 3 3 9 (M + N a) 

NMR (DMSO, 6) :6. 91 ( 1H, d, J=15. 6Hz), 7. 
35-7. 60 ( 5 H , m) , 7. 73-7. 95 < 3 H , m) , 8. 19 

(1H, s) , 9. 52 ( 1 H, s) , 9. 90 (1H, s), 10. 50 

(1H, s) 

(H 2 O) 0 . 4 :C; 59. 31, H;4. 29, N;8. 65 
:C; 5 9. 3 7, KM. 14, N; 8. 66 
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mmm 1 6 

mE.my^-)V3 -7>$ J 7 3L-)\st>)\,^*j h (4 1 6mg) > 
VtrJ J&M (3 6 5mg) . 4 -*?*?-J]/T^ J (1 2 mg) s ~Bl 

umh^^u^ (5mi) ccmmwiki, 1- [3- (vtj-KT^ ;) ?u 

tr;i/] -3 ^ h* -mmm ( 5 7 5mg) ^mu^MXtzo 

-ap^i^o^x^i/ ( 5 omi) ttiiu 0. n$mm~em& (3 

Hk =&25ml) U &\<^fo}l1l&m&im&mj-hVtr&7km$L (3Hk =& 
2 5ml) 2fcttfft«t*T?$Sfei£U SI[iv^i/>)At«U 3i3SU ^ 
£@5feU N — [3- [ (m=®.7 h^>#;i/^-;i/) 7xr;v] 

-2-^DDi/>tA7$ (0. 77g) ^SfeM!|J:tT#fec 
MS : 3 1 7 (M-C 4 H 8 + 1 ) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 6. 91 (1H 3 d, J 
= 15. 6Hz), 7. 0 7 (1 H, d, J = 7. 7Hz) , 7. 19 (1 
H , dd, J = 8 . 1Hz, 8. 1 H z ) , 7. 40-7. 65 (4H.ni), 
7. 71-7. 77 (1H, m) , 7. 85 (1H, d, J = l 5. 6 Hz), 
7. 86-7. 89 (1H, m) , 9. 40 (1H, s), 10. 27 (1 
H, s) . 

N- (5-75;-2-7JViD7 i - 2 Di/>tA75 F 
mp : 1 8 4 - 1 8 5°C 
MS : 2 9 1 (M+ 1 ) 

NMR (DMSO, 6) : 5 . 00 (2H, s), 6. 24-6. 34 (1 
H, m), 6. 9.1 (1H, dd, J=l 1. 0Hz, 8. 7Hz), 7. 
12 (1H, d, J=15. 6Hz) 7. 30-7. 40 (lH,m), 7. 
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4 1-7. 50 (2H, m) , 7. 52-7. 59 ( 1 H, m) , 7. 72 
-7. 79 (1H, m), 7, 85 (1H, d, J=l 5. 7Hz) , 9. 
7 6 ( 1 H, s) 

+ (H 2 0) 0 . 2 :C; 6 1. 21, H; 4. 25, N;9. 52 
:C;61. 13, H;3. 99, N;9. 38 

mmm 1 8 

N- [5- [ (m^m? b **/*)]s i$ =-)V) 7%J~\ - 2 -7/l/tD7x" 
mp : 203-205 °C 

MS : 3 3 5 (M— C 4 H e +1) , 2 9 1 (M-BOC+1) 
NMR (DM SO, 6*) :1. 48 (9 H, s), 7. 04-7. 21(3 
H, m), 7. 40-7. 49 (2H, m), 7. 53-7. 60 (1H, 
m), 7. 73-7. 80 ( 1 H , m) , 7. 88 (1H, d, J=15. 
7 H z ) , 8. 25 (1H, d, J = 7 . 7Hz), 9. 41 (1H, s), 
9. 9 9 ( 1H, s) 

W-JMI + (H 2 O) 0 . 2 :C; 6 0. 9 0, H; 5. 21, N; 7. 10 
:C;60. 8 7, H; 5. 01, N; 6. 98 

mmm 1 9 

MS : 1 2 7 (M-BOC+ 1 ) 

NMR (DMSO, 6) : 1. 45 (9H, s) , 5. 00 (2H, s) , 
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6. 60-7. 20 (3H, m) , 9. 01 (1H, s) 

EtWm+ (H 2 O) 0 . 5 :C; 56. 16, H;6. 85, N;ll. 9 
1 

mmm :C; 5 6. 2 9,H;6. 52,N;11. 83 

mmm 20 

4- (l, 3 ;i/-4--r;i/) y-ijis 

mp : 9 3 - 9 5°C 
MS : 17 7 (M+ 1 ) 

NMR (DMSO, 6) : 5. 28 (2H, br s) , 6. 56-6. 6 
4 (2H, m) , 7. 6 2 -7. 6 8 (2H, m) , 7. 73 (1H, d, 
J=l. 9Hz) , 9. 08 (1H, d, J=l. 9Hz) 

: C ; 6 1 . 34, H;4. 58, N; 15. 89 
mmm :C;61. 29, H;4. 53, N; 15. 89 

$&&M 2 1 

£SHbU > (6. 66g) x (7 5ml) MN, N- 

»* (3 0ml) ©^^i^^^ffl^Tl^^^Kijl^b 

fco tfffim. Itfetmm&^fli^Lfco £©?g&©H#©— £ 2 -^n^e- 
1- (4-^hD7x^) :n*>>> (l. 22g) tJDi, ^?>Hfe^ 
£ 1 ff^jtmbfco ^S£T*^U tR (3 0 0ml) ^JD^> j^v^* 
i">A (5g) T-ifWUfco 1 B$F^£/&L;fci5bJ»£aiI&U zfc (30) 
T*&#U 4- (4-r|>D7xr;i/) - 1 , 3-^^vT— ;l/ ( 1# 0 3g) 
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MS : 2 0 7 (M+ 1 ) 

NMR (DMSO, 6) : 8. 23-8. 36 (4H, m), 8. 54(1 
H, d, J = l. 8Hz) , 9. 29 (1H, d, J=l. 8Hz) 

mmm 2 2 

4- (1, 3 ;i/5 -<i 
MS : 16 1 (M + 1 ) 

NMR (DMSO, 5) :5. 45 (2H, br s), 6. 58-6. 6 
6 (2H.ni), 7. 30 (1H, s) , 7. 34-7. 39 (2H, m) , 
8. 2 5 ( 1 H, s) 

mwm+ (H 2 O) o . 25 : C ; 6 5. 6 4, H ; 5 . 20, N; 17. 
0 1 

MMfe :C; 6 5. 53, H;4. 97, N; 1 6. 85 
flg£0|2 3 

4- ( 1 H- 1:^ y— ;v- l --f 

MS : 16 0 (M+ 1) 

NMR (DMSO, 6) :5. 20 (2H, s), 6. 42 (1H, dd, 
J = 2. 0Hz, 2. 0 H z ) , 6. 58-6. 67 (2H, m), 7. 3 
7-7. 46 (2H, m) , 7. 60 (1H, d, J=l. 5Hz) , 8. 
18 (1H, d, J = 2. 4Hz) 

V^V—friO. 8 2g) , 4-7MD-l-rhD^>-^> (l. 4 
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1 S) s Jfttt* U £A ( 1 . 66g) SlFN, N-y^fM;i/A7^ K (2 
0ml) <om&to* 110 °CT* 4 RNSIiDaft Lfc. ^3»«, 7j< (100ml) 
*fc&^« 0 IBM*. £j*UfcSfe«#j*aiPfcU *T?«5^U 1- (4- 

-H 3 ^ 1 -^) - 1 H — tr ^ \/ — ;i/ (2. 6 8 g) £&Stfe*gili:LT*§ 

MS : 19 0 (M+ 1 ) 

NMR (DMSO, 5) : 6. 67 (1H, dd, J = 2. 6 Hz, 1. 8 
Hz), 7. 89 (1H, d, J = l. 6 Hz) , 8. 08-8. 18 (2 
H, m) , 8. 3 2-8. 42 (2H.ni), 8. 74 (1H, d, J = 2. 
6 H z) 

Sl£0O 2 5 

i?*M>^fHI^K7. 8 6g), 4-7;VtD-3--hD 
7- U > ( 4 . 6 8 g) F7th-n77> (60ml) 3 BUS 

-3-^hn7irjl/M;^>f h (9. 08g) ^MBfcbtHfe, 
MS : 15 7 (M-BOC+ 1) 

NMR (CDC1 3J 6) : 1. 53 (9H, s), 6. 62 (1H, br 
s), 7. 21 (1H, dd, J = 9. 0Hz, 9. 0Hz), 7. 61 
(lH,ddd, J = 9. 0Hz, 3. 1Hz, 3. 1Hz), 8. 14 (1 
H, dd, J = 6.4Hz, 2. 8Hz) 

mmm 2 6 

2 - (4 h D7ir;i/) - 2 -^-^rVo:^-;i/*:;i/A7'^ h* ( 0. 6 4 
g) „ (l 0ml) % ***^;*;*^>j&>fb^ (2ml) ©*g-£4£i 

^ m^jl^tbfeo #£PgK (10 0ml) £iniU Mfc*?U 
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> (2 o omi) &2jdx^ ^o&fitm* y ^ at-#w bfc 0 wi§ui£#i&u 

t 

ills ^<&g*bfeo ^UATOffl^fcA7A^D7h^77>f-fc 

«fct>*MSU *^b*^i/>-**y — ;i/-cs&bx 5- (4--hD7ir 

-1, 3 (o. 5 0g) SUM^illTifc, 
MS : 1 9 1 (M+ 1) 

NMR (DMSO, 6) : 8. 01 (2H, d, J = 9. 0Hz) , 8. 0 
3 (1H, s) , 8. 34 (2H, d, J = 9. 0Hz), 8. 62 (1H, 
s) 

wmm 2 7 

[2- (4-r;fD7x-Jl/) - 2 - 3" V ;i/ ] *;V<7^ 
K (0 . 8 0 g) J — )V ( 1 5ml) tfiffigfttK: h 'JiW$ 

U 2- (4-=FD7i^) -2-^^vi^/l/*J^7U* (0. 6 
6g) S»e«gSfcbT#&o 
MS : 2 0 9 (M + 1) 

NMR (CDC1 3 , tf) :4. 86 (2H, dd, J = 4. 6Hz, 0. 
8Hz), 6. 62 (1 H, br s), 8. 11-8. 20 (2H, m) , 
8. 3 3-8. 4 1 (3H, m) 

mmm 2 8 

2-^0^-1- (4-^bD7xr;v) j > (2. 44g) ©N, 
^h';^7Am(0. 9 5g)^2jp^.fe 0 l^P^ti^bfeo 7X ( 1 0 Oml) 

doomi) *t\\z., mmm&fi-mv, * (2®) 
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&£©Sbfco fflif^ (5ml) tHoUffimv, [2- (4- 

- FD7xr;i/) -2 -^V^^] *;i/A7^ F (0. 8 3 g) 

MS : 2 3 7 (M + 1 ) 

NMR (CDC1 3) d) : 5. 12 (2H, s) , 8. 14 (2H, d, 
J = 8. 9Hz), 8. 38 (2H, d, J = 8. 9Hz), 9. 05 (2 
H, s) 

2 9 

mp : 168-179 °C 
MS : 17 4 (M+ 1 ) 

NMR (DMSO, <?) : 3. 63 (3H, s) , 4. 98 (2H, br s) , 
6. 5 2 (2H, d, J = 8. 4Hz), 7. 26 (1H, d, J=l. 2 
Hz), 7. 38 (2H, d, J = 8. 4Hz), 7. 49 (1H, d, J 
= 1 . 2 H z ) 

Wtnm+ ( H 2 O ) o . ! 6 :C; 6 8. 2 8 , H ; 6 . 4 7 , N ; 2 3 . 
8 9 

MWm. : C ; 6 8. 24, H;6. 35, N; 24. 02 
WifeM 3 0 

4- (4-xhD7ir;i/) - lH-^f * (2. 3 4 g) ©N, 

N-i;^f;i/*M7^ M2 5ml)^C,^*U>j7A(i. 7 1 g). 
•^©m3^Yb^^.;i/ (Is 5 6ml) ^iP^feo ^t4iWlfe 0 7JC 
7Jc(3 0 0ml) *£&V>*fo 3 0^ *T-ift#U JSISU 1 
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~*^)l-4- (4--hD7ir;b) - i h -J =■ W-Kttm&ffi&b 

mp : 1 8 5-1 8 7'C 
MS : 2 0 4 (M + 1 ) 

NMR (DMSO, 6) : 3. 72 (3H, s) , 7. 76 (1H 5 d, J 
= 1. 1Hz), 7. 92 (1H, d, J = l. 1Hz) , 7. 95-7. 
99 (2H, m) , 8. 19-8. 25 (2H, m) 

mmm+ (H 2 O) 0 . 26 :C; 5 7. 8 3, H;4. 61, N; 20. 
2 3 

mmm :C; 5 7. 8 3, H;4. 34, N; 20. 26 

m&m 3 1 

2-^o^- 1 - (4-zhD7i^) x.? J > (4. 8 8g) fc N * 
K (2 0ml) <ommit 1 9 0°C©^^+T- l^p^m#bfeo 
*7k (2 0 0ml) 3N«i (20ml) £AD;?.fc 0 3 0# 

^> ^^^^Sbfco^T;!/* »; t$ tc & ?> £ TK^fb^- h »J 

3. 0g)^tJP^. N 3 0^t> »U 7ktH#U MJET6 0 o CT-3&J£U 
4- (4-- hD7x-;v) -1H-- fS^V-* (2. 34g) %m&m 

MS : 1 9 0 (M+ 1 ) 

NMR (DMSO, 6) :7. 83 (1H, s), 7. 95 (1H, s), 
8. 03 (2H, d, J = 8. 9Hz), 8. 22 (2H, d, J = 8. 9 
Hz) ,12.47 (1H, br s) 

M&M 3 2 
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mp : 162-163 °C 
MS : 2 1 6 (7 U — ft+ 1) 

NMR (DM SO, 6*) : 2. 7 3 (3H, s) , 3. 3 8 (2 H, br s), 
3. 88 (3H, s) , 7. 32 (1H, d, J = 9. 0Hz) 3 7. 63 
( 1 H , d , J = 2 . 6Hz) , 7. 72 (lH.'dd, J = 9. 0Hz, 
2. 7Hz) 

mm&+ (EtOAc) 0 . x : C; 3 2. 0 3, H;3. 37, N; 3. 
9 7 

:C; 31. 96, H; 3. 17, N; 4. 30 

mmm 3 3 

mp : 2 0 8 - 2 1 0°C 
MS : 331 (7 1 ) 

NMR (DM SO, 6) : 2. 81 (3H, s) , 3. 4 4 (2H, s), 

6. 90(lH,d,J=15. 6Hz), 7. 41-7. 69 (5H,m), 

7. 76-7. 8 3 (1H, m) , 7. 86-7. 99 ( 2 H , m) , 8. 
41 (1H, s) , 10. 72 ( 1 H, s) 

th^ffi :C;44. 51,H;3. 5 1, N; 6. 11 
£3041 :C;44. 88, H;3. 50, N;6. 11 



m&m 3 4 
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mp:145-146°C 
MS : 2 0 2 (M+ 1 ) 

NMR (DMSO, <5) :3. 81 (3H, s) , 7. 09 (1H, d, J 
= 8. 9Hz) , 7. 42 (1H, dd, J = 8. 9Hz, 2. 8Hz), 
7. 60 (1H, d, J = 2. 8Hz) , 9. 42 (1H, s) , 10. 0 
9 (1H, s) 

m^-W. :C;47. 65, H;4. 00, N;6. 95 
: C ; 4 7. 48, H;3. 87, N;6. 80 

UmW3 5 

mem i 6 hmmtz v-cTm<D^m^mtco 

mp: 167-170 °C 
MS : 3 4 1 (M+ 1 ) 

NMR (DMSO, 6) :5. 49 (2H, s), 6. 33 (1H, dd, 
J = 1 . 9Hz, 1. 9Hz), 6. 80-6. 94 ( 2 H , m) , 6. 9 
9 (1H, dd, J=l. 8Hz, 1. 8Hz), 7. 55-7. 95 (5 
H, m) , 10. 19 ( 1 H, s ) 

mwm.+ (H 2 O) 0 . 6 : C; 5 4. 9 5, H; 3. 75, N; 8. 01 
mfflte :C; 5 5. 04, H;3. 63, N;7. 63 

mmm 3 6 
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mp : 1 3 7 - 1 3 9°C 
MS : 1 8 6 (M + 1) 

NMR (DMSO, 6) : 3. 88 (3H, s), 7. 17 (1H, d, J 
= 8. 9Hz) , 7. 52 (1H, dd, J = 8. 9Hz, 2. 8Hz) 7. 
68 (2H, br s) , 7. 72 (1H, d, J = 2. 8Hz) . 

m&M 3 7 

5 — # D D — 2 h^^^Vt/T— h 
MS : 2 0 1 (M+ 1 ) 

NMR (DMSO, S) :3. 79 (3H, s), 3. 82 (3H, s) , 
7. 19 (1H, d, J = 8. 8Hz), 7. 55-7. 65 (2H, m) 

3 8 

■ 

mp : 1 7 7 — 1 7 9°C 
MS : 3 4 1 (M + 1 ) 

NMR (DMSO, (?) : 5. 66 (2H, s) , 6. 58 (1H, s) , 
6. 86 (1H, d, J = 1 5. 6Hz), 7. 13 (1H, s) , 7. 2 
5 (1H, s), 7. 42-7. 60 (3H, m) , 7. 74-7. 80 (1 
H, m), 7. 78 (1H, d, J=15. 6Hz), 10. 30 (1H, 
s) 
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ffl-JMt :C; 5 6. 4 0, H;3. 55, N;8. 22 
:C; 5 6. 3 6, H;3. 65, N;8. 08 

3 9 

mp : 1 9 1 - 1 9 3°C 
MS : 3 3 2 (M+ 1 ) 

NMR (DMSO, 6) :5. 73 (2H, s), 6. 62 (1H, dd, 
J=l. 6Hz, 1. 6Hz), 6. 86 (1H, d, J=15. 4Hz), 
7 . 16 ( 1 H , d, J = 1 . 6Hz, 1. 6Hz), 7. 27 (1H, d 
d, J=l. 6Hz, 1. 6Hz), 7. 60-8. 00 (5H, m) , 1 
0. 3 6 ( 1 H, s) 

M&M 4 0 

mum 1 4 hmmn=. vxTmo^^mt^o 

N- (3-7U7i^) -a >i- AT $ K 

mp:140-142°C 

MS : 2 5 3 (M+ 1 ) 

NMR (DMSO, d) :2. 08 (3H, d, J = 1. 3Hz), 5. 0 
4(2H, s), 6. 28 (1H, dd, J = 8. 2Hz, 1. 2Hz), 
6. 80 (1H, dd, J = 8. 1Hz, 1. 2Hz), 6. 93 (1H, 
dd, J=7. 8Hz, 7. 8Hz), 7. 03 (1H, dd, J = 1 . 2 
Hz, 1. 2), 7. 23 (1H, q, J = l. 3Hz), 7. 32-7. 
4 7 (5H, m) , 9. 6 2 ( 1 H, s) 
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ft!?® :C; 76. 17, H; 6. 39, N; 11. 10 
:C; 7 6. 0 8, H; 6. 39, N; 11. 14 

mmm a i 

N — (3-7U7i^V) -4-^f/l/S/>tA7^ p 
mp : 9 0 - 9 4'C 
MS : 2 5 3 (M+ 1 ) 

NMR (DMSO, 6) : 2. 34 (3H, s) , 5. 08 (2H, s), 

6. 20 (1H, d, J = 8. 2Hz), 6. 72-7. 02 (4H, m) , 

7. 2 5 (2H, d, J = 7. 9Hz) , 7. 44-7. 55 (3H, m) , 
9 . 8 3 ( 1 H, s) 

(H 2 O) 0 . 8 : C ; 7 1. 57, H; 6. 68, N; 10. 4 

3 • 

^*HBt': C; 71. 59, H; 6. 64, N; 10. 37 

mmm a 2 

MS : 2 5 3 (M+ 1 ) 

NMR (DMSO, d) : 2. 34 (3H, s) , 5. 09 (2H, s) , 

6. 27 (1H, d, J = 8. 2Hz), 6. 76-7. 0 2 (4H, m), 

7. 18-7. 43 (4H,m), 7. 49 (1H, d, J = 15. 7Hz), 
9 . 8 5 ( 1 H, s) 

886014 3 
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N- ( 3 -T * J 7 -2-^f;Vi/>tA7^ K 

ms:141-142°C 

MS : 2 5 3 (M+ 1) 

NMR (DMSO, 6) : 2. 40 (3H, s), 5. 08 (2H, s), 

6. 28 (1H, d, J = 8. 3Hz), 6. 74 (1H, d, J=15. 
6Hz), 6. 79-6. 99 (3H, m) , 7. 21-7. 36 (3H, 
m) , 7. 51-7. 61 (1H, m) , 7. 76 (1H, d, J = 1 5 . 
6Hz) , 9. 88 (1H, s) 

fUM6 + (H 2 O) 0 . 1 :C;75. 6 3, H; 6. 43, N; 11. 0 
2 

mmm :C; 7 5. 3 5, H; 6. 34, N; 11. 03 
M&M 4 4 

N- [3- [ (HH^r b3^>:*j;i/:^;i/) T^^] — a^i^;i/ 

MS: 353 (M+l) , 297 (M-C 4 H 8 + 1 ) , 2 5 3 (M-BO 
C+ 1) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 2. 09 (3H, d, J 
= 1. 2Hz), 7. 06 (1H, d, J = 8. 1Hz), 7. 17 (1H, 
dd, J = 8. 0Hz, 8. 0Hz), 7. 26-7. 49 ( 7 H , m) , 

7. 94 (1H, s), 9. 34 (1H, s), 9. 90 (1H, s) 

m&m 4 5 
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N- [3- [ (m=®.7 is =.))/) T*J] -4-^9- 

MS : 3 5 3 (M+ 1) ,2 9 7 (M-C 4 H 8 + 1 ) , 2 5 3 (M-BO 
C+ 1) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 2. 34 (3H, s) , 
6. 80 ( 1 H, d, J=l 5. 7 Hz) , 7. 06 (1H, d, J = 8. 
1Hz), 7. 17 (1H, dd, J = 8. 0Hz, 8. 0Hz) , 7. 2 
1-7. 29 (2H, m) , 7. 41-7. 59 (4H, m) , 7. 84 (1 
H, s) , 9. 37 ( 1 H, s) , 10. 12 ( 1 H, s) 

mmm 4 6 

■ 

N — [3- [ (^=M^h^^^j;i/^-;i/) t*^] 7 -3-^ 

MS : 3 5 3 (M+l) , 297 (M-C 4 H e . + 1 ) , 2 5 3 (M-BO 
C+ 1) 

NMR (DMSO, 6) : 1. 49 (9H, s) , 2. 35 (3H, s) , 
6. 85 (1H, d, J = 1 5. 7Hz) , 7. 07 (1H, d, J = 8. 
4Hz), 7. 12-7. 59 (7H, m) , 7. 8 4 (1H, s), 9. 
38 (1H, s) , 10. 14 (1H, s) 

K&ftl 4 7 

N- [3- [ T^y] r7m-;i,] _ 2 -^^- 

;b i> > ^ A :p 5. K 

MS : 3 5 3 (M+l) , 297 (M-C 4 H 8 + 1 ) , 2 5 3 (M-BO 
C+ 1 ) 
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NMR (DMSO, 6) : 1. 49 (9H, s) , 2. 41 (3H, s) , 

6. 77 (1H, d, J=15. 6Hz) , 7. 05 (1H, d, J = 8. 
6Hz), 7. 18 (1H, t , J = 8 . 1Hz), 7. 24-7. 35 (4 
H, m), 7. 46 (1H, d, J = 8. 2Hz), 7. 51-7. 61(1 

H, m) , 7. 79 (1H, d, J=15. 6Hz), 7. 88 (1H, s), 

9. 3 8 (1H, s) , 1 0. 1 7 (1H, s) 

MfeW 4 8 

» 

* 

N- (3-7^-5-^DD7i^/l/) -2-^QDi/>tA?5 \t 

mp : 147-149 °C 
MS : 3 0 7 (M+ 1 ) 

NMR (DMSO, <5) : 5. 48 (2H, s) , 6. 32 (1H, dd, 
J=l. 9Hz, 1. 9Hz) , 6. 81 (1H, dd, J=l. 9Hz, 

I. 9Hz), 6. 85 (1H, d, J=15. 7Hz), 7. 0 0 (1H, 
dd, J = 1 . 9Hz, 1. 9Hz), 7. 40-7. 49 ( 2 H , m) , 

7. 53-7. 59 (1H, m) , 7. 72-7. 5 9 (1H, m) , 7. 
72-7. 78 ( 1 H , m) , 7. 84 (1H, d, J=15. 7Hz), 

1 0. 1 5 ( 1 H, s) 

ti-^fit : C; 5 8. 65, H3. 94;, N;9. 12 
^S8fit : C; 5 8. 62, H;3. 85, N;8. 85 

mmm 4 9 

mmm 4 1 mm. k u x tie©* h&m & n ft 0 

3, 5—i?T$Si>"J—\>V)l' 
mp: 156-159 °C 
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MS : 1 3 4 (M+ 1 ) 

NMR (DMSO, 6) : 5. 22 (4H, s) , 6. 05 (3H, s) . 

mmm 5 o 

N — (3-$/7;7i-;V) - 2-!?nDi/>tA7? h* 
mp :198-200°C 
MS : 2 8 3 (M + 1) 

NMR (DMSO, 6) : 6. 88 (1H, d, J = 15. 7Hz), 7. 
42-7. 50 (2H, m) , 7. 51-7. 64 (3H, m), 7. 74 
-7. 92 (2H, m), 7. 92 (1H, d, J = l 5. 7Hz), 8. 
22 (1H, s), 10. 67 (1H, s) 

irPM£+ (H 2 O) 0 . j :C; 6 7. 54,H;3. 97, N; 9. 85 
ggftlfir : C ; 6 7. 33, H;3. 81, N;9. 87 

SSJgfll 5 1 

^Hi^^;V 3 h D:7 3L-;i/?b;w\-pW h (9. Olg)<D*#J 
(90ml) *****M»T8KpBBJJI#b&o -fe9-f hT-^5Sb> 

mp : 104-106 °C 

MS : 2 0 9 (M+l), 109 (M-BOC+ 1 ) 
NMR (DMSO, 6) : 1. 45 (9H, s) , 4. 96 (2H, s) , 
6. 15 (1H, dd, J = 7. 2Hz, 1. 2Hz), 6. 52 (1H, 
d, J = 7. 9Hz), 6. 80 (1H, s), 6. 84 (1H, dd, J 
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= 7. 9Hz, 7. 9Hz) , 8. 98 (1H, s) 

susfti 5 2 

N- (3-7^7x-;v) - 2-f'j7Wn^^»tA7U' 

mp:141-142°C 

MS : 3 0 7 (M+ 1 ) 

NMR (DMSO, 6) : 5 . 11 (2 H, s) , 6. 30 ( 1 H, d, J 
= 8. 7Hz), 6. 78-7. 01 (4H, m) , 7. 62 (1H, dd, 
J = 7. 3Hz, 7. 3Hz), 7. 72-7. 91 ( 4 H , m) , 10. 
0 2 ( 1 H, s) 

tH*tt :C;62.74,H;4.28,N;9. 15 
mmm : C ; 6 2 . 6 3, H; 4. 27, N; 9. 09 

m&m 5 3 

N— (3-?$;7izjl/) -4-7DD^>tA7^ h* 
mp: 167-1 68°C 
MS : 2 7 3 (M+ 1) 

NMR (DMSO, 6) : 5 . 10 (2H, s), 6. 28 (1H, d, J 
= 8. 2Hz), 6. 78-7. 01 (4H, m) , 7. 46-7. 69 (5 
H, m), 9. 89 (1H, s) 

tfJUft : C ; 6 6 . 0 6, H ; 4. 80, N; 10. 27 
MMM :C ; 6 5. 8 6 , H ; 4. 78, N; 10. 16 
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o 

l^gfll 5 4 

mp : 2 5 5 - 2 5 6 °C 
MS : 3 0 3 (M+ 1) 

NMR (DMSO, 6) : 6. 82 (1H, d, J=15. 7Hz), 7. 
53 (2H, d, J = 8. 5Hz), 7. 59-7. 72 (4H, m) , 7. 
90-8. 03 (2 H.ni), 8. 74 (1H, dd, J = 2. 1Hz, 2. 
1Hz) , 1 0. 7 3 ( 1 H, s) 

sfMM :C; 5 9. 52, H;3. 66, N;9. 25 
mWW. :C; 5 9. 20, H;3. 58, N ;• 9 . 19 

mi&m 5 5 

N — [3- [ (m=.fflL7* V )V) 7 - 2-hU 

7 ;l>2)- D * 5^;i/ 1/ > jr A 7" 5. F 

mp : 172-173 °C 

MS : 3 0 7 (M-BOC+ 1 ) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 6. 92 (1H, d, J 
= 15. 4Hz) , 7. 07 (1H, d, J = 8. 1Hz) , 7. 19 (1 
H, dd, J = 8. 1Hz, 8. 1Hz) , 7. 45 (1H, d, J = 8. 
0Hz), 7. 63 (1H, dd, J = 7. 4Hz), 7. 77-7. 96 
(5H, m), 9. 40 (1H, s), 10. 31 (1H, s) 

m&m 5 6 
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MS : 2 6 9 (M+ 1) 

NMR (DMSO, 6) : 3. 80 (3H, s) , 5. 09 (2H, s) , 
6. 27 (1H, d, J = 8. 6Hz), 6. 77-7. 02 (5H.ni), 
7.15-7. 21 (2H.ni), 7. 36 (1H, d d , J = 8. 0 H z , 
8. 0Hz) , 7. 50 (1H, d, J=15. 7Hz) , 9. 86 (1H, 
s) 

mmm 5 7 

m&m i 6 nmm^Lxrm<D^m^mt^o 

N — [3- [ (i£i/b^^*;v^;v) rs/] - 2 h 

MS : 3 13 (M-C 4 H 8 + 1 ) , 269 (M-BOC+ 1 ) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 3. 89 (3H, s) , 

6. 8 9 (1H, d, J = 1 5. 8Hz) , 6. 98-7. 2 1 (4H, m) , 

7. 38 (1H, d, J = 7. 1Hz), 7. 45 (1H, d, J = 8. 0 
Hz), 7. 55 (1H, d, J = 7. 6Hz), 7. 78 (1H, d, J 
= 15. 8Hz), 7. 86 (1H, s), 9. 37 (1H, s), 10. 
1 2 ( 1 H, s) 

m&m 5 8 

N — [3- [ (m=®.7h*$<'Zi)Vi$-fy) 7 -3-*h 

MS : 3 1 3 (M-C 4 H 8 + 1 ) , 2 6 9 (M-BOC+ 1 ) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 3. 81 (3H, s) , 

6. 85 (1H, d, J=15. 7Hz), 6. 94-7. 24 (5H,m), 
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7. 31-7. 50 (2H, m) , 7. 54 (1H, d, J=15. 8Hz), 
7. 84 (1H, s) , 9. 38 (1H, s), 10. 16 ( 1 H, s) 

M&ffl 5 9 

N- (3-7U7xz;v) - 3-^DDi/>tA7U" 
mp: 112-114 °C 
MS : 2 7 3 (M+ 1) 

NMR (DMSO, 6 s ) :5. 10 ( 2 H, s) , 6. 28 ( 1 H, d, J 
= 7 Hz) , 6. 70-7. 00 (4H, m) , 7. 41-7. 60 (4H, 
m),7.67(lH, s),9.88(lH, s) 

mmm 6 o 

N- (3-7;;7x_;i/) -2-^DDi/>tA7$F 
mp : 15 9-16 1 °C 
MS : 2 7 3 (M+ 1) 

NMR (DMSO, 6) :5. 11 (2H, s) , 6. 29 (1H, d, J 
= 7. 6Hz), 6. 78 = 7. 08 (4H, m) , 7. 39-7. 54 (2 
H , m) , 7. 54-7. 63 ( 1 H , m) , 7. 71-7. 83 (1H, 
m) , 7. 83 ( 1 H, d, J=15. 6Hz), 9. 98 (1H, s) 

■ 

mmm e 1 

N- [3 - [ (m^.Wi7b*i'Ji)i<7$-)l') T*^] - 3 n 

0^>tA7^ K 

MS : 3 9 5 (M + Na) 
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NMR (DMSO, 6) : 1. 48 (9H, s) , 6. 90 (1H, d, J 
= 15. 8Hz), 7. 07 (1H, d, J = 8 . 1 H z) , 7. 19 (1 
H, dd, J = 8. 0Hz, 8. 0Hz) , 7. 40-7. 62 (5H, m) , 
7. 68 ( 1 H, s), 7. 84 (1H, s), 9. 40 ( 1 H, s) , 1 
0. 1 8 ( 1 H, s) 

M&m 6 2 

mp : 9 7-9 9X3 
MS : 1 6 8 (M+ 1 ) 

NMR (DMSO, 6 ) : 3 . 92 (3H, s), 7. 28 (1H, d, J 
= 9. 1Hz), 7. 74 (1H, dd, J=9. 1Hz, 2. 7Hz), 
7. 9 1 ( 1H, d, J = 2. 6Hz) 

§£5i0!j 6 3 

mp : 1 4 1-142'C 
MS : 1 8 4 (M- 1 ) 

NMR (DMSO, (?) :3. 80 (3H, s), 7. 07 (1H, dd, 
J = 9. 1Hz, 4. 5Hz), 7. 23 (1H, ddd, J = 9. 0Hz, 
9. 0Hz, 3. 3Hz) , 7. 44 ( 1 H, dd, J = 9. 4Hz, 3. 
2Hz),9.41(lH, s),10. 09 (1H, s) 

:C; 51. 88, H;4. 35, N;7. 56 
:C; 51. 82, H; 3. 98, N; 7. 39 
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6 4 

N, N-^^^;i/*M7^ K (15ml) t> U >J 

M2. 3 3ml) % 5°CT-JDx.fco 5 0 CT-Miii#IHmTT- 3 0 #fS8t#U 
5-7;i/^-D-2-^ hap^>X7^ h* (1. 40g) *1iU7Ltco 
£5°CT* lBSFM^bfco 7k (10 0ml) 3 0#F»gU £fc 

- h u;v ( 1 . 45g) ^efeijgStbTftfco 
mp:113-114°C 

1 R (KB r ) :2 2 2 9 cm" 1 
MS : 15 2 (M + 1) 

NMR (DMSO, 6) : 3. 90 (3H, s) , 7. 27 (1H, dd, 
J = 9. 4Hz, 4. 2Hz), 7. 58 (1H, ddd, J = 9. 2Hz, 
9. 2 Hz, 3. 2Hz), 7. 75 (1H, dd, J = 8. 2Hz, 3. 

2 H z) 

M&M 6 5 

5 -7Jl*u- 2 h^^WT'— h (2. 2 Og) N N, 
N-i?^^l/$M7 5 K (10ml) h U h^rS/ H (10 0 

mg) comm^l 0 0°CT-7Kf^in^b*:o ^iS^tfrSJU (m 
1) T-#^U zk (3 0. =&1 0 0ml) RUikMik (10 0ml) 

6i&£Ji£;bT*§fco « 

mp : 1 4 4 - 1 4 6°C 

I R (KBr) : 344 8, 1 6 7 4 cm" 1 
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MS : 1 7.0 (M+ 1) 

NMR (DM SO, <5) : 3. 8 8 (3H, s) , 7. 1 6 (1H, dd, 
J = 9. 1Hz, 4. 4Hz), 7. 33 (1H, ddd, J = 9. 1Hz, 
9. 1Hz, 3. 4Hz) , 7. 53 (1H, dd, J=9. 4Hz, 3. 
3Hz) , 7. 7 0 (2H, s) 

6 6 

5 -7)l#U- 2 -t h'D^>$lf^(2. 0 g) x y (4. 

4 2 g) % MN, N-^^^V^M7^ K (25ml) ©$g-£-#?ic: s ^ 
MX 3 (3. 9 8ml) ^iP^.fe 0 ^?BT- 4 R3l!98Ktt U Six 

^KlOOml) *C#3RU 7jc (2@^10 0ml ) ( 2 EU 

§io omi) -e&^u mst°*!r*$>VAnti>m\s* ataiu sra<z>£& 

£B*U 5-7)V*u-2-* Y*is'£mmB.*^)\' (2. 2 3 g) £H 

MS : 185 (M+l) , 153 (M-CH 3 OH + 1) 

NMR (DMSO, 6) :3. 79 (3H, s), 3. 81 (3H, s) , 

7. 18 (1H, dd, J = 8. 7Hz, 4. 2Hz), 7. 35-7. 4 

■ 

8 (2H, m) . 
W&M 6 7 

MS : 13 9 (M-BOC+ 1) 

NMR (DMSO, 6) : 1. 50 (9H, s) , 7. 54 (1H, dd, 
J = 8. 1Hz, 8. 1Hz), 7. 73-7. 86 ( 2 H , m) , 8. 4 
8 (1H, dd, J = 2. 1Hz, 2. 1Hz), 9. 91 (1H, s) 



WO 01/68585 



PCT/JPOl/01993 



54 

mikm 68 

mp : 206-207 °C 
MS : 2 8 3 (M+ 1) 

NMR (DMSO, 6) : 6. 90 (1H, d, J=l 5. 7 Hz) , 7. 
42-7. 61 ( 3 H , m) , 7. 74-7. 98 ( 6 H , m) , 10. 7 
5 (1H, s) 

K£09 6 9 

N- [4- (T^y*;v^^->f 7iz;v] -2-?DD>»tA7^ 

MS : 3 1 7 (M+ 1) 

NMR (DMSO, 6) :6. 91 (1H, d, J = 1 5. 6Hz), 7. 
40-7. 99 (9H, m) , 9. 40 (1H, s), 9. 74 (1H, s), 
10. 59(1 H, s) 

&mm 70 

4- (2-^DDi/>t^;i/7U) ^>-if>*;i/^ ^ K^t— h • 

MS : 3 3 1 (7 D— ffc+ 1) 

NMR (DMSO, <J) :2. 84 (3H, s) , 6. 94 (1H, d, J 
= 15. 6Hz), 7. 20-8. 00 ( 9 H , m), 10. 90 (1H, 
s) 
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w&m 7 i 

4- [ (2-^^;v-3-bf'j^;p) 3-3^>] ^>y^h u;v 

MS : 2 1 1 (M+ 1) 

NMR (DMSO, 6) : 2 . 34 (3H, s), 7. 0 1-7. 11 (2 
H, s), 7. 35 (1H, dd, J = 8. 2Hz, 4. 7Hz), 7. 5 
4 (1H, dd, J = 8. 2Hz, 1. 4Hz), 7. 80, 7. 91 (2 
H, m), 8. 40 (1H, dd, J = 4. 7Hz, 1. 4Hz) 

£3301 7 2 

MS : 2 4 5 (M + 1) 

NMR (DMSO, <S) : 2 . 37 (3H, s), 6. 89-6. 96 (2 

H, m), 7. 32 (1H, dd, J = 8. 1Hz, 4 . 6 H z ) , 7. 4 

4 (1H, dd, J = 8. 2Hz, 1. 5Hz), 7. 92-7. 99 (2 

H, m), 8. 35 (1H, dd, J = 4. 6Hz, 1. 5Hz), 9. 4 

2 ( 1 H, s) , 9. 79 (1H, s) 

s&lm 7 3 

MS : 2 5 9 (7 1) 

NMR (DMSO, <S) :2. 45 (3H, s), 2. 85 (3H, s), 
7. 0-8. 2 (7H, m) 
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WL&m 7 4 

8kmm 8 2 1 mm l t ts©^«&% s » & . 

4 - [ ( 2 - 1: y y * ; ] ^>V-h'J;i/ 

MS: 2 10 (M+l) 

NMR (DMSO, <5) :4. 43 (2H, d, J = 6. 1Hz) , 6. 6 
3-6. 70 (2H, m) , 7. 23-7. 47 (5 H, m) , 7. 75 (1 
H, ddd, J = 7. 6Hz, 7. 6Hz, 1. 8Hz), 8. 50-8. 

5 6 ( 1 H, m) 

$££09 7 5 

4 - [ ( 2 - 1: V ?•))/) T^y] ^>-fef >*;v^5^3|-T5. h* 

MS : 2 4 4 (M+ 1 ) 

NMR (DMSO, 6) : 4. 43 (2H, d, J=6. 1Hz) , 6. 5 
4 (2H, d, J = 8. 9Hz), 7. 0 7 ( 1 H , t, J = 6. 0Hz), 

7. 2 2- 7. 36 (2H,m) , 7. 74 (1H, ddd, J = 7. 7H 
z, 7. 7Hz, 1. 8Hz), 7. 80 (2H, d, J = 8. 9Hz), 

8. 50-8. 57 (lH,m), 8. 97 (1H, s), 9. 21 (1H, 
s) 

mmm 7 6 

MS : 2 5 8 (7 U— 1) 

NMR (DMSO, d) :2. 75 (3H, s) , 4. 54 (2H, d, J 
= 6. 3Hz), 6. 77 (2H, d, J = 9. OHz), 7. 24-7. 
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32 (1H, m) , 7. 34 (1H, d, J = 7. 9Hz) , 7. 70-7. 
83 ( 3 H, m) , 7. 95-8. 05 ( 1 H, m) , 8. 51-8. 57 
(1H, m) 

wimm 77 



££$1 1 6 fcH«fcLTTIB©fc-£«J&»fc. 
N- [5- [ (i£Si7h^^A;v^;v) T^y] - 2-7WD7xz 

MS : 325 (M-BOC+1) 

NMR (DMSO, 6) : 1. 47 (9H, s) , 6. 4-8. 3 (9H, 
m) , 9. 40 (1H, s) , 10. 02 (1H, s) 

Wk&m 7 8 

N — ( 5 -T 7 ^ y - 2 -7;i/^-n -2-h<J7;i/to^f;v^> 

mp : 1 7 3 - 1 7 5°C 

* 

MS : 3 2 5 (M + 1) 

NMR (DMSO, 6) :5. 00 (2H, s), 6. 25-6. 35 (1 
H, m) , 6. 91 (1H, dd, J=10. 9Hz, 8. 7Hz) , 7. 
14 ( 1 H, d, J=15. 3Hz), 7. 36 (1H, dd, J = 6. 6 
Hz, 2. 6Hz), 7. 62 (1H, dd, J = 7. 2 Hz, 7. 2Hz), 
7. 73-7. 92 (4H, m) , 9. 80 (1H, s) 

g£i§#l 7 9 

4- [ ( 1 -*^rS/ F-3-KU h U/l/ 



WO 01/68585 



PCT/JPOl/01993 



58 

mp : 1 7 4 - 1 7 6°C 
MS : 2 1 3 (M+ 1) 

NMR (DMSO, 6) : 7 . 15 (1H, dd, J = 8. 4Hz, 1. 8 
Hz) , 7. 25-7. 35 (2H, m) , 7. 46 (1H, dd, J = 8. 
6Hz, 6. 5Hz), 7. 85-7. 95 (2H,m), 8. 13 (1H, 
d, J = 6. 4Hz) , 8. 28 (1H, dd, J=l. 9Hz, 1. 9H 
z) 

mmm 8 o 

MS : 2 4 7 (M+ 1) 

NMR (DMSO, 6) :7. 07 (1H, dd, J = 8. 6Hz, 2. 1 
Hz), 7. 12-7. 2 0 ( 2 H , m) , 7. 42 (1H, dd, J = 8. 
6Hz, 6. 4Hz), 7. 9 5 -8. 0 3 (2 H, m) , 8. 09 (1H, 
dd, J = 6. 4Hz, 1. 9Hz) , 8. 18 ( 1 H, dd, J = .1 . 9 
Hz, 1. 9Hz), 9. 50 (1H, s), 9. 86 (1H, s) 

mmm 8 1 

mmm 1 3 tmmt vxym<D4b&y)*mco 

*^;v4- [ ( 1 K — 3 — tf y ^-=^r>>] ^ > -tf > £ ;i/ If 5. h' 

MS : 2 6 1 {7 'J— 1) 

NMR (DMSO, tf) :2. 81 (3H, s), 7. 15-7. 22 (1 
H, m), 7. 31-7. 43 (2H, m), 7. 49 (1H, dd, J = 
8. 5Hz, 6. 4Hz), 7. 91-8. 09 (2H, in) , 8. 14- 
8. 19 (1H, m), 8. 30 (1H, dd, J = 1. 9Hz, 1. 9H 
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Z) 

mmm 8 2 

1 -T-fe^;n^^i?>( 3 .8 4g)s 4 -7 ))/*n^>y- h 3 . 

03g)s mk* >J »>A (4. 15g) MN, N-^^1/*M7^ F 
(1 5ml) 1 5 0°CT?4Rflffl«#bfco S'&«»ftMS7f^i5 

U (2 50ml).,*(2 5 0ml) 4iniU *«Ui*4MfcU 

7j<(10 0ml) iiAffl* (10 0ml) U aa^^S'^A'Cft 

1 -tf^ h>j;p (3. 16g) £ £ LT*§ 

mp :103-105 e C 
MS : 2 2 9 (M + 1) 

NMR (DMSO, £) :2. 04 (3H, s), 3. 29-3. 45 (4 
H, m) , 3. 51-3. 61 (4 H, m) , 6. 97-7. 07 (2H, 
m) , 7. 5 5 - 7 . 6 5 (2H, m) 

w&m 8 3 

4- (4-7 ? -b5 L ;i/- l - tr^^s^— ;v) K 

MS : 2 6 4 (M + 1) 

NMR (DMSO, 6) : 2. 04 (3H, s) , 3. 2 0-3. 4 0 (4 
H,m), 3. 50-3. 6 4 (4H, m) , 6. 92 (2H, d, J = 8. 
9Hz) , 7. 92 (2H, d, J = 8. 9Hz), 9. 17 (1H, s), 
9 . 4 3 (1H, s) 
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mmm 8 a 

*?-J\s4- (4-7*^)1- 1 -V^P— ^>-fe*>*;i/^-r ^ 
MS : 2 7 8 (7 <J — + 1) 

NMR (DMSO, 6) : 2. 05 (3H, s), 2. 77 (3H, s), 
3. 4-3. 7 ( 8 H, m) , 7. 08 ( 2 H, d, J = 9. 1Hz), 7. 

■ 

8 4 (2H, d, J = 9. 1Hz) 
St&0! 8 5 

N- (3-?^-5-^nn7x-;i) -2- > >7/' x >>tA7^ I s 
mp : 2 6 1- 2 6 3°C 
MS : 2 9 8 (M + 1 ) 

NMR (DMSO, 6) : 5 . 50 (2 H, b r s) , 6. 3 4 (1H, 
dd, J=l. 9Hz,' 1. 9Hz), 6. 84 (1H, dd, J=l. 8 
Hz, 1. 8Hz), 7. 00 (1H, dd, J=l. 8Hz, 1. 8Hz), 
7. 01(1H, d, J=15. 5 Hz) , 7. 61 (1H, ddd, J = 
7. 6Hz, 7. 6Hz, 1. 4Hz), 7. 76 (1H, d, J=15. 
5Hz), 7. 75-7. 97 (3H, m), 10. 24 (1H, s) 

mmm 8 6 

wa&m 1 6 £mmizLXTea<Dfc&m*'mco 

(2E) -N- (3-7^-5-^DD7i-;v) - 3- (2-t:Ui;;i/) 

mp: 101-103 °C 
MS : 2 7 3 (M+ 1 ) 
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NMR (DMSO, 6) : 5. 47 (2H, br s) , 6. 31 (1H, 
dd, J=l. 9Hz, 1. 9Hz), 6. 86 ( 1 H, dd, J = l. 8 
Hz, 1. 8Hz), 6. 98 (1H, dd, J = l. 8Hz, 1. 8 Hz) , 
7. 28 (1H, d, J=15. 3Hz), 7. 34-7. 44 (lH,m), 
7 . 5 2- 7. 66 (2H, m) , 7. 86 (1H, ddd, J = 7. 7H. 
z, 7. 7Hz, 1. 8Hz), 8. 62-8. 65 ( 1 H, m) , 10. 

1 8 (1 H, s) 

gkMM 8 7 

2 - (7U^ K'jy>(2 0. 9 4 g) h7tb*777> (1 

0 OmDiit 2 - ?nn- 5 hn\zw> ( 1 3 . 9 5g) £fln;U 

5--hnt'Ji?> (18. 87g) ^ffco 
APCl-mass ;m/z231 (M+H + ) 

« 

NMR (DMSO, tf) :4. 72 (2H, d, J = 5. 6Hz), 6. 7 

2 (2H, d, J = 9. 1Hz) , 7. 2-7. 4 (2H, m) , 7. 76 
(1H, dt, J = l. 7 Hz, .7. 7Hz) , 8. 15 ( 1 H, dd, J 

= 2. 8Hz, 9. 4Hz), 8. 53 (1H, d, J = 4. 4Hz), 8. 
67 (1H, t, J = 5. 6Hz), 8. 90 (1H, d, J = 2. 8Hz) 

MB^J 8 8. 

2- (if u *J>- 2 --f y ) - 5- ^hntru^> (460 

mg), ( 5 5 5mg) S^-fb^V^-^ A (166mg) CD^^y 
(10ml) tTjc (1ml) 2RfP^3imbfco 
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y>AT*!£^bx M§g*lT5-7$y-2 - (try *J>-2 

j-kt^j) e>js*> (o. 3 6 g) zmtco 

APCl-mass;m/z201 (M+H + ) 

NMR (DMSO, 6) : 4 . 29 (2H, s) , 4. 43 ( 1 H, d , J 
= 6. 1Hz) , 6. 23 (1H, t , J = 6. 1Hz), 6. 37 ( 1 H, 
d, J = 8. 6Hz), 6. 83 (1H, dd, J = 2. 8Hz, 8. 6H 
z), 7 . 1-7. 3 ( 1 H , m) , 7. 29 (1H, d, J = 8. 0 H z ) , 
7. 42 (1H, d, J = 2. 7Hz) , 7. 69 (1H, dt, J=l. 
7Hz, 7. 6Hz) , 8. 4 8 ( 1 H , d, J = 4 . 8 H z ) 

mmrn 8 9 

3-^DD-5 - — h P - 2 - (t:U^>-2 — ( JV^T-frm J) \ZV 
(1. 16g)^(2g) tmfcm—& - 6&m® (1 1 6mg) © 
?>7tF777> (10 0ml) *R»$ftfc:fc. K 7 '5? >tK#I#J (2 . 3 m 
1) fcflOiU S^4&*2. TO^K£^t:£U 

y) ^> ( 1 . 0 3g) 
APCl-mass;m/z 2 3 5 (M + H + ) 

NMR (DMSO, 6) : 4. 54 (2H, d, J = 5. 5Hz) , 4. 6 
5 (2H, broad s), 6. 23 (1H, t, J = 5. 6Hz), 7. 
05 (1H, d, J = 2. 4Hz), 7. 1-7. 3 (2H, m) , 7. 4 
2 (1H, d, J = 2. 4Hz), 7. 70 (1H, dt, J=l. 8Hz, 
7. 7 Hz) , 8. 4-8. 6 (2H, m) 

9kmm 9 o 

5 - - h □ - 2 - (Wi?>-2 -4 ;Mf;i/7^ y ) tf y ( l o g) 

©T-fe h-h'j/K2 0 0ml)4rM*££N-^nn;*^>W * K (7. 
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5 4g) g^$6 0°CT?5KfM. 5 0°CT- 1 4KfP^S^bfeo ® 

3_^ OD _ 5 _- hn _2 - (tfu^>-2--r;i/^^;i/7 ? ^>') kus? 

> (8. 8 7 g) Itntco 

APCl-mass ;m/z 2 6 5 (M + H + ) 

NMR (DMSO, 6) : 4. 85 (2H, d, J = 5. 9Hz), 7. 3 
-7. 4 (2H, m) , 7. 87 (1H, dt, J = 1 . 7 Hz, 7. 7 
Hz), 8. 45 (1H, d, J = 2. 4Hz), 8. 5-8. 7 (2H, 
m) , 8. 86 (1H, d, J = 2. 4Hz) 

mmm 9 1 

4-7;i/^D-3-^bD7ir/v*;i/A7 5 b* (5. 60g) tm.mii 

'J»7A (5 . 4 4 g) ©N, N-^pt^l/^l/AT* h* (2 8ml) fpMM 
Ifc2-7D ; e-3-7^^> (4. 1ml) £fin;U £^%l%2 4m 

^AT^U ii^SSb, 4-7JWD-3--l«D7i^ (1-* 

2-^-=^V-^Dtf;V) (6. 8 3 g) ^Hfeo 

APCl-mass;m/z2 5 5 (M+H) 

NMR (DMSO, 6) : 1. 32 (3H, d, J = 7. 0Hz) , 2. 1 
0 (3H, s) , 4. 75 (1H, q, J = 7. 0Hz) , 7. 78-7. 
86 (2H, m), 8. 14-8. 19 (1H, m), 8. 54 (1H, s) 

4 -7)\,-*U- 3 h D 7i-jK l 2 - t#v-7Dt:jv) 

^1/A7* h* (6 . 8 0 g) N Bl^T^^A (2 0. 6 g) (5. 
3 0ml) CD^^U> (140ml) * 1 . 5l^F^M«Ebfeo $S"n 
Wtzmm^?- )i> h l N*^;*- h y <7A;?K$§M (2 0 Oml) £3in;L, 
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^^-V»fl/> (2-4%) T!igfflU 1- (4-7;i/^-D-3 
-rhD7i-;i/) - 4, 5-^^^-;i/-lH — f 5. ( 1 . 2 9 g) 

APCl-mass ;m/z236 (M + H) 

NMR (DMSO, 6) : 2. 10 (6H, s) , 7. 7 5 (1H, s) , 
7. 73-7. 82 (1H, m), 7. 87-7. 95 (1H, m) , 8. 
19-8. 23 (1H, m) 

mam 9 3 

1- (4 -yjv^ru- 3-—h n7ir;i/) -4, 5-^f;i/-iH- 
^ ¥"J—J]s (480mg) ®*tr;-)\s (2. 5ml) tpMMm&fitm ( 1 
0% w/w, 5 0%wet, 9 6 mg) ±©^^ 3^»> At***BB^T 3 
ra^m^iPbfeo ftMi&ifefeU **©»«Elc»EETe*bx 5- (4, 

5-i?^^;i/- 1 5*V— 1 — r;i0- 2 -7/i/tn7^'j >(4 

1 8mg) £#fc„ 

APCl-mass ;m/z206 (M+H) 

NMR (DMSO, 6) : 2. 03 (3H, s) , 2. 08 (3H, s) , 
5. 46 (2H, s) , 6. 35-6. 53 (1H, m) , 6. 69 (1H, 
dd, J=8. 0Hz, 2. 7Hz) , 7. 10 (1H, dd, J = 8. 5 
Hz, 2. 7Hz) , 7. 5 3 ( 1 H, s) 

m&m 9 4 

3-3— F-4-* h3r£/t^y^> (0. 62g), 3-r|>D7i-;b 
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#U>m (0 . 5 7g) t9- b^3r* ( h V73L-)\,*X7j y) ?\=?*>t? 
A (0) (15 2mg) ©i?^ h^r^x^y (l Oml) JRK?- 
h V £ A&mm ( 2 M 3 . 4 3ml) *1)U^ MS®* 6 0 °CT' 6 l$IHI3K# 

TJT^bfco ^Kbfe**MI«fl«»v^^5/e;A-Tjftift$^ g^febfeo 

n-^*>t4 0-8 OXOffii^ilflU 3- (4-^h^>£ 
ijy>-3--f^) -hD^>-fe*> (84mg) £f§fco 
APCI-mass ;m/z231 (M+H + ) 

1 H — NMR (DMS0-d6) : <5 ; 3 . 9 0 (3H, s), 7. 24 (1 
H, d, J = 5. 8Hz) , 7. 75 (1H, t, J = 8. 0Hz), 8. 
00 (1H, d, J = 8. 0Hz) , 8. 24 ( 1 H, dt, J = 8. 2H 
z, 1. 1Hz), 8. 35 (1H, t, J=l. 0Hz) , 8. 48 (1 
H, s) , 8. 53 (1H, d, J = 7. 6Hz) 

9 5 

5fcK0d9 1 ^TOtbTTIBcD-fb^^^feo 
N- (4 -— huy - 9 H-7;i/^-b> - l -ti^^^-V- 5. Y 

APCI-mass ;m/z33 1 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4. 22 (2H, s) , 7. 3-7. 
7 (4H, m), 7. 79 (1H, d, J = 7. 5Hz), 8. 08 (2H, 
d, j = 9. 2Hz), 8. 16 (1H, d, J = 7. 5Hz), 8. 30 
(2H, d, J = 9. 2Hz) , 10. 94 (1H, s) 

m&m 9 6 

N— (4-75;7i^) - 9 H - y )V^rvy- 1 -^jit^^-v- < h* 
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AP C I -ma s s ; m/z 3 0 1 (M + H + ) 

1 H — NMR (DMS0-d6) :6 ;4. 1 7 (2H, s) , 4. 94(2 
H, m) , 6. 56 (2H, d, J = 9. 2Hz), 7. 3-7. 7 (9H, 
m), 7. 96 (1H, d, J=6. 6Hz), 8. 06 (1H, d 3 J = 

■ 

7. 3Hz) , 9. 93 (1H, s) 

9 7 

5 - ~ h D — N — (2-tU^;PpC^;v) - 2 - £ U S^l/T ^ > (5 16 
mg) ;u (10ml) ^ii^h^tFa^v (5ml) (Dmm 

WL%fikM ( 5 0 %we t, 10 0 mg) _t<Z> 1 0 %J*5 At^fHM 

T6BmtoK*ftibfco Mi&£$&*u ^m^^3febfeo ssciMi^ 

*©4N1, (2ml) **in*.,- 1 0#raas#bfco %J8 

#j£*ttfcU »Rai^;i/T«5^b, S£*ibT, N z -tr»;^>-2-Y;i^ 
^;P-b>;^>-2, 5-y?^(6 12mg) ^Hfe 0 
APCI-mass ; m/z 2 0 1 (M (7 'J — #0 +H + ) 
1 H — NMR (DMSO-d6) : d ; 4. 89 (2H, s) , 6. 95 (1 
H, d, J=9. 1Hz), 7. 59 (1H, dd, J=9. 1, 2. 5H 
z ) , 7. 7-7. 9 ( 3 H , m) , 8. 38 (1H, t, J = 7. 9 H z ) , 

8. 77 (1H, d, J = 5. 1Hz) 

wmm 9 8 

N- (2-^DD-4-t'J^l/) -9H-7Ml/>-l-*mt5 
AP C I -ma s s ; m/z 3 2 1 (M+H + ) 

1 H — NMR (DMSO-d 6) :d;4. 21 (3H, s) , 7. 3-7. 
8 (6H, m) , 7. 9-8. 1 (2H, m) , 8. 17 ( 1 H, d, J = 
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7. 2Hz), 8. 34 (1H, d, J = 5. 6Hz), 10. 91 (1H, 
s) 

m&m 9 9 

5- [ (9H-7;i/tl/>-l — f ;i/*;i/7^-;v) 75;] — 
3^1/ (3 0 5mg) O^^/— ;i/ (3ml) ^rh7tFD77> (3ml) 
fcmiti- h U ****** (IN, 1. 15 ml) ^Sn^.s ^o«-& 
0-CC2K?lffl«»b&. (in, 1. 2ml) 

*AD^. ifcJft«0*itBlU 5 - [ ( 9 H - 7 V > - 1 ->f )Vi3 
TKy'l -u?->m (2 7 Omg) £^fc 0 
APCI-mass ;m/z331 (M + H + ) 

1 H — NMR (DMSO-d 6) : 6 ; 4. 23 (2H, s), 7. 3-7. 
5 (4H,m), 7. 82 (1H, d, J = 7 . 1Hz), 7. 99 (1H, 
d, J = 8. 0Hz), 8. 15 (1H, d, J = 7. 1Hz), 8. 7- 

8. 9. (2H, m) , 9. 15 (1H, d, J = 2. 0Hz), 10. 73 
( 1 H , s), 13. 0-14. 0 (1H, broad s) 

m^m 100 

2-^DDty*^>(5. 73g) £2-7$.S'*2-JU\ZW> ( 1 3. 
53g) ©Sl%^£ 1 4 0°CT*3 0^^jS#bfe o 

1 

tr;vji— ^;i/f$»u N- ( 2 - 1: y i?;i^^;i,) -2 -try 5. 

> ( 5 . 9 1 g) £#fc e 
APCI-mass ;m/zl 8 7. 2 0 (M + H + ) 
1 H — NMR (DMSO-d6) :6 s ; 4. 58 (2H, d, J=6. 3H 
z) , 6. 59 (1H, t, J = 4. 8Hz), 7. 2-7. 4 (2H, m), 
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7 . 6-7. 8 (2H,m) ) 8. 27 (2H, d , J = 4. 7Hz), 8. 
4 9 (1H, d, J = 4. 7Hz) 

m&m 101 

N- ( 2 - 1: y *-;io - 2 -tr u ^>t^ > ( 3 . o g ) comma 

Oml) tipUfflMlj >J £A (6. 52g) £4>g-fo;fJD;U *S-£^£6 0°C 
t* 1 4 I^F^ 7 0 t Cf2 0^1#bfc o ttaigL S^^^if 

*i:^^y-;i/^?5fe#b, 5--hD-N- (2 -tf - 2 - 

^^;i/7^ > ( 1 . 5 7 g) ^f;„ 
APCI-mass ;m/z 2 3 2. 2 0 (M + H + ) 
1 H — NMR (DMS0-d6) : <5 ; 4 . 73 (2H, d, J = 5. 9H 
z ) , 7. 2-7. 4 (2H, m) , 7. 75 ( 1 H , dt, J = 1 . 6H 
z, 7. 7Hz), 8. 50 (1H, d, J = 4. 7Hz), 9. 08 (2 
H, dd, J = 3. 4Hz, 5. 1Hz) , 9. 28 (1H, t, J=5. 
9 H z) 

m&m 1 0 2 

mmmi 4 1 tmm^hxymoo^^mtzo 

N 2 — -2, ^^JU^T^ > 

APCI— mass ; m/ z 2 0 2 . 2 7 (M + H + ) 
1 H — NMR (DMS0-d6) : <5 ; 4 . 4-4. 6 (4H, m) , 6. 
78 (1H, t, J = 6. 2Hz), 7. 2-7. 4 (2H, m), 7. 6 
9 (1H, dt, J=l. 7Hz, 7. 7Hz), 7. 79 (2H, s) , 
8. 47 (1H, d, J = 4. 8Hz) 



mm 103 
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2-7^^^;i/t7i?> (2. 18g) t. h V^)^T^> (4. 0 5 
g) 0rh7hKD77> (50ml) 2-^DD-5--hDt 
US?> (3. 17g) ^Sn^.feo 0 "CT? 6 ISnm** U 

10«#lfc. ttJR4ftft)t%U zRT-£fc#U ^it, 5 -r: h 
O-N- (2 -\Z7i?—Jl>*3-)l) -2-¥V isATz. > (4. 06g) $ 

AP C I -ma s s ; m/z 2 3 2 . 2 0 (M + H + ) 
1 H — NMR (DMSO-d6) :5;4. 78 (2H, d, J = 5. 9H 
z) , 6. 72 (1H, d, J = 9. 4Hz), 8. 16 (1H, dd, J 
= 2. 8Hz, 9. 4Hz) , 8. 5-8. 9 (4H, m) , 8. 89 (1 
H, d, J = 2. 8Hz) 

m&M 10 4 

nmmi 4 2 ^mu^iyxymo^m^tzo 

3-^DD-5--hD-N- ( 2 - V^ls—fr*^)),) - i?J\/T 
S > 

APCI-mass ;m/z 2 6 6. 2 7 , 2 6 8. 2 7 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 4 . 8 7 (2H, d, J = 6. OH 
z), 8. 43 (1H, d, J = 2. 4Hz), 8. 3-8. 5 (4H, m) , 
8. 8 6 (1H, d, J = 2. 4Hz) 

SHStt 1 0 5 

mmm 1 3 8 hmmfcisTTtwfc&vozmtco 

3 d D-N 2 - (2 - 2, 5-t'js?;i/i;7^> 

APCI-mass ;m/z 2 3 6. 2 7, 2 3 8. 2 0 (M + H + ) 
1 H — NMR (DMSO-d6) : d ; 4. 5-4. 7 (4H, m) , 6. 
32 (1H, t, J=5. 9Hz), 7. 05 (1H, d, J = 2. 4Hz) 
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7. 40 (1H, d, J = 2. 4Hz) , 8. 4-8. 7 (3H, m) 

s&ig 141 hmmt\;TTm<Dfc&m*mco 

3- (4-^ >^rS/tf US>>- 3 7^>J> 
APCI-mass ; m/ z 2 0 1 (M + H + ) 

1 H — N M R (D M S O — d 6 ) :5;3. 8 1 (3H, s) , 5. 10 (2 

=- • ■ 

H, s) , 6. 5 -6 . 7 (2 H, m) , 7. 0 4 ( 1 H, d, J = 7. 8 
Hz) , 7. 12 (1H, d, J = 5 . 8 Hz) , 7. 5-7. 7 (1H, 
m) , 8. 2 6 (IE, s) , 8. 4 1 (1H, d, J=5. 7 Hz) 

mtn i o 7 

3 -( 1 2 -^^;p^-d^^;p- 1 H--T ;v- 5 — f ;v) 

APCI-mass ;m/z 2 5 4 (M + H + ) 

1 H — NMR (DMSO-d 6) : 6 ; 3 . 7 8 (3H, s) , 7. 22 (1 
H, t , J = 5 2 . 1 H z ) , 7 . 3 3 (1 H, s ) , 7 . 8 1 ( 1 H, t , 
J = 7. 9 Hz) ,8. 01 (1H, d, J = 7. 9 Hz) , 8. 2-8. 

4 (2H, m) 

mmm 1 o 8 

14 1 h^fc:bTTI3©^b^*^}feo 
3-( 1 2 -JJ7MD^^V- lH-^^^/-/H5-^;V) 

7— U > 

APCI-mass ; m/z 2 2 4 (M+H + ) 

1 H — NMR (DMSO-d6) : <? ; 3. 6 9 (3H, s), 5. 25(2 



WO 01/68585 



PCT/JPOl/01993 



71 

H, s), 6. 5-6. 7 (3H,m), 7. 0 1 (1H, t, J = 26. 
5Hz) , 7. 1-7. 2 (2H, m) 

m^m 10 9 

N- [2- [3- [fcFDdr^ (^-^r$/K) 7 ^ J ] 7^-))/] - 2-it 
*y:t *■/!/] (4 7 5mg) <D h;ioi> (5ml) »«C i 

f-frTKXD*-? (2 0% w/v, 2ml) (lml) 

$iP^.feo *B-&t>£9 5°C^r3 0l$!i8«#U iiif;VtfKlfeo ^© 

7-f— (^y*y;v, 2% ^^y-;i/^b^^p>4'2 5 g) fc«fc 
US- ( l -if ;v - 2 - l H-^f ^ 5 ;v) - b 

D^>-t?> (3 0 4mg) ^^fco. 
APCI— mass ; m/ z 2 3 2 (M + H + ) 

*H — NMR (DMSO-d6) : 6 ; 1. 17 (3H, t, J = 7. 2H 
z) , 2. 39 (3H, s), 4. 00 (2H, q, J = 7. 2Hz), 7. 
03 (1H, s) , 7. 75 (1H, t, J = 7. 8Hz), 7. 88 (1 
H, d, J = 7. 8Hz) , 8. 1-8. 3 (2H, m) 

8^00 1 1 0 

3- ( 1 -a^i-jv- 2 1 h-w 5 ->r;i/) t*— yv 

APCI-mass;m/z 2 0 2. 4 (M + H + ) 

l H— NMR (DMSO-d6) : <5 ; 1. 14 (3H, t, J = 7. 1H 
z) , 2. 34 (3H, s), 3: 91 (2 H, q 3 J = 7. 1Hz), 5. 
18 (2H, s), 6. 4-6. 6 ( 3 H , m) , 6. 69 (1H, s), 
7. 0-7. 2 (1H, m) 
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M&M 1 1 1 

N 2 - (2 -V^V— )V) -2, 5 - S?7$ y If U 
APCI-mass ; m/z 2 0 2 (M+H + ) 

1 H — NMR (DMSO-d6) : <? ; 4 . 32 (2H, s), 4. 49 (1 
H, d, J = 6. 1Hz) , 6. 34 ( 1 H, t , J = 6. 1Hz) , 6. 
41 ( 1 H , d, J = 8. 6Hz), 6. 84 (1H, dd, J = 8. 6H 
z, 2. 8Hz), 7. 41 (1H, d, J = 2 . 7 H z ) , 8. 46 (1 
H, s) , 8. 5 5 (2H, s) 

m&m 112 

5-^n^etru ( l. o g) commmiz, 2-yh^7i-^ 

U>m (1. 0 5g) h^^-h 1) £A (2. 0g)O9 5%Ji^y— ;i/ ( 1 
0ml) *-%%m (5 0%wet, 0. 4 g) ±© 1 0 Vt? AtcJD^U 

(9 8 4mg) Zmtzo 

APCI-mass ;m/zl87. 2 (M + H + ) 

l H — NMR (DMS0-d6) : 6 ; 3. 82 (3H, s), 7. 08 (1 
H, dt, J=l. OHz, 7. 4Hz) , 7. 19 ( 1 H, d, J = 8. 
OHz), 7. 4-7. 6 (2H,m), 8. 93 (2H, s), 9. 13 
(1H, s) 

m&M 113 
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2- (tfny>-5-f/l/) T-V-;i/ (8 3 Omg) (omWt (5ml) 
+ 2:^ (10ml) Oliit, flggg* U £A (4 5 Omg) £ 0°CT-4> 
firojp^feo ^^£5 0 CT'lB#|igii#U TJok^m^co 

(t^U * 5 --r;i.) -4-^ h+>>-hn^>-if> (4 4 3mg) £ 

APCI— mass ; m/ z 2 3 2 (M + H + ) 

1 H — NMR (DMSO-d6) : <? ; 3 . 96 (3H, s) , 7. 42 (1 
H, d, J = 9. 4Hz) , 8. 3-8. 4 (2H,m), 9. 02 (2H, 
s) , 9 . 2 1 ( 1 H, s) 

9mm i i 4 

3- ^hD7xzHVftm-h (1. 8g) J:7WtF7^ 
>(7 4 0mg)©n-r^y-;]/cj3^^t, 1,8 -S^Vl^* n [ 5 . 
4. 0] »>>;r±/-7-^> (0. 3 6ml) tM^o @^t8l^fHl 

#U fctJRU ^^y-W^Lt^$t, 5-^^;i/-4- (3-^ 

hD7^-;i/) - 2, 4-ytFo-3H-l, 2, 4-h>;7^-;v-3 

-*■;«•> ( 1 . 5 6 g) £*§fc 0 

APCI-mass ;m/z 2 3 7. 3 3 (M + H + ) 

1 H — NMR (DMSO-d6) : d ; 2. 14 (3H, s) , 7. 87 (1 

H, t, J=7. 9Hz) , 7. 97 (1H, dt, J = 8. 2 Hz, 1. 

6Hz), 8. 3-8. 5 (2H.ni), 13. 77 (1H, broad s) 
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mmm 1 1 5 

5-^f;i/-4-(3--fD7i^)-2, 4-^tKD-3H-l, 
2, 4-h'J7y-A-3-f-*> (1. Og)©I^ ( 2 0 m 1 ) tfSigB 
ffiSSK^by^A (1. 1 7 g) * (6ml) 5"C1?— tdr^ 

U> 2Ja?«si£L*fc»£-e\ 3 4 - (3--hn7i-;i/) -4H 
-1,2, 4 h U 7^-;i/ (5 6 4mg) £*#fc 0 
APCI— mass ; m/ z 2 0 5 (M+H + ) 

1 H — NMR (DMS0-d6) .6,2. 39 (3H, s) , 7. 88 (1 
H, t, J = 8. 0Hz), 8. 03 (1H, m) , 8. 37 (lH,m), 
8. 43 (1H, t, J = 4. 1Hz) , 8. 79 (1H, s) 

mmm 1 1 6 
mmm 1 4 1 tmmiz vxrmcD^m^mtczo 

3- (3-^^b-4H-l, 2, 4-b'J7^-;i/-4-^;V) 
APCI-mass ;m/zl75 (M+H + ) 

'H-NMR (DMS0-d6) : <5 ; 2 . 31 (3H, s), 5. 49 (2 
H, s), 6. 5-6. 6 ( 2 H , m) , 6. 67 (1H, dd, J = 7. 
9Hz, 1. 8Hz), 7. 17 (1H, t, J = 8. 0Hz), 8. 58 
(1H, s) 

m&m 117 

Sl&tt 1 4 1 ii^fcbTTfBO'fb^^lifeo 

4- * h^r^-3- (5-tfU 5S>— JlO T~ U > 
APCI-mass;m/z 2 0 2. 2 7 (M + H + ) 
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l H-NMR (DMSO-d6) : d ; 3. 66 (3H, s), 4. 82 (2 
H,m), 6. 6-6. 8 (2H, m) , 6. 91 (1H, dd, J = 7. 
2Hz, 2. 1Hz), 8. 86 (2H, s), 9. 10 (1H, s) 

mmrn 1 1 8 

2- (3-^hD7xr;i/) - 1 , 3-^**V?> (12. 8g), I 

ftsT^^e^A ( l . 75g) v ^^;i/T;i/=3— ;v ( l o Oml) i;* (5 
Oml) Oi^«t-b7'f h (12. 8g) hfm (11. 0 g) *m%.. 
7 0°Cti»b&o jf#$MT4 0^illtfe. SJfe«^tt*# 
ttx^-A ( 2 5 0ml) "C##U -fe^ hfillfco tttt&lttftllMfczIC 
U^A*»* (2 0 0ml) t&mik (10 0ml) tifc^Lfco # 

?-'J> (9. 7 6 g) *ntzo 
MS : 16 6 (M + 1) 

NMR (DMSO, 6) :3. 8-4. 1 (4H, m) , 5. 10 ( 2H, 
br s) , 5. 55 ( 1 H, s), 6. 4-6. 7 (3H, m) , 7. 0 
0 (1 H, t , J = 7. 7Hz) 

mmm 1 1 9 

N- [3- (1, 3 -J 7 -9H-7JU 

l-*;i/^^r-b"^ K (6 . 2 9g) 
MS : 3 5 8 (M+ 1) 

NMR (DMSO, 6) :3. 8-4. 2 (4H, m) , 4. 20 (2H, 
br s), 5. 75 (1H, s), 7. 18 (1H, d, J = 7. 6Hz), 
7. 2-8. 1 ( 9 H , m) , 8. 11 (1H, d, J = 7. 0Hz), 1 
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0. 4 0 ( 1 H, s) 

mmm 120 

n- [3- (1, 3 2 --r;i/) - 9H-7;i/ 

*Vy- l-f3))/i^^K Y (5 . 9 0 g) (D9- b^fc h'D77> (110 

mi) iNm^ (2 0mi) & an * & 0 3 mmmngt, 

(3 0 0ml) * (2X100ml) N 

t&mi%M*mi- h v t&mm doomi) x doomi) 

W&-&WtWL^3- )\< (4 0ml) -r-^^bx N- (3-*;i/5ji/7i^;i/) - 

9H-7;vtl/>- 1 -±r;i/^^tf-^ H (4. 4 4 g) ©»i»€&3l6S*»fco 
MS : 3 1 4 (M+ 1 ) 

NMR (DM S 0 , 6) :4. 22 ( 2 H, br s), 7. 3-7. 9 (7 
H, m) , 7. 9-8. 2 (3H, m) , 8. 45 (1H, br s) , 1 
0. 04 (1H, s) ,10. 63 (1H, br s) 

9mm 121 

'mum 122 tmrniz vxTsuco^m^mtzo 

2-7DD-N- ( 3 h D^>^?;i/) - 4 - fcT U VJVTK > 
MS : 2 6 4 (M+ 1 ) 

NMR (DMSO, 6) :4. 52 (2H, d, J = 6. 2Hz) , 6. 5 
-6. 7 ( 2 H , m) , 7. 5-7. 9 ( 4 H , m) , 8. 0-8. 3 (2 
H, m) 

mmm 122 

N- (3-T^y-<>^;i/) -N- (2-7DD-4-t'J^V) 
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MS : 2 3 4 (M+ 1) 

NMR (DMSO, 6) : 4. 16 (2H, d, J = 5. 8Hz) , 5. 0 
6 (2H, br s) , 6. 36-6. 6 (5H, m) , 6. 97 (1H, 
t, J = 7. 6Hz) , 7. 39 (1H, t, J = 5. 8Hz) , 7. 79 
(1H, d, J = 5. 8Hz) 

mmm 123 

* ■ 

2-^dd-n- (3-^hn^>^i/) - 4 -k u j;;v7^ > (264 

mgf) CD^^y-;i/ ( 1 Oml) Ki(10% 5 0%we t , 

50mg) ±©^^^e7A^jD^> »e>nfeS-&«3*7lc*»£ET ,, C3Rp|ffl7k 

is^^^iabs ^M^MfiET-eaaibN- (3-t^^>^;i/) -n- (4 

-l^U^V) 75> (2 3 2mg) ^fe 0 
MS : 2 0 0 (M+ 1 ) 

NMR (DMSO, 6) :4. 36 (2H, d, J = 5. 8Hz), 6. 4 
-6. 6 (3H, m) , 6. 7-7. 2 (3H, m) , 8. 15 (2H, d, 
J = 6. 5Hz), 9. 22 (1H, t, J = 5. 8Hz) 

12 4 

1, 1' -f-X-bfriS-frVj KW— ( 1 . 87gK -f ^ ;i/ 
(143mg) t7-bhxhij;K2 7ml)©i^||l:7t h - h U;i/ (7 
ml) £4 K^J— )\> (4 77mg) 3 - — hD^>^;i/7^> • 

(1. 3 2g) OM^^2~4°CT'iP^.feo ^-e3^FP^^#Ufe^ 
m^lii: 4 -7;p^-d- 1 , 2 -^>-fc?>^*:P^ > ( 1 . 77g) $l 
#TCjP^fco SJt6S-&«Jft5 0°C-e3^F^ N MUT! 2 Ol^^a^bfeo M 
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V 

- (2-7^-4-7JVtU7irjV) N' - (3-rhD^>y;V) <f- 

*mm (2. 2 8 s) *mtz 0 

MS : 3 2 1 (M+ 1 ) 

NMR (DMSO, 6) : 4. 80 (2H, d, J = 5. 9Hz), 5. 1 
7 (2H, br s) , 6. 2-6. 6 (2H, m) , 6. 8-7. 1 (1 
H, m), 7. 61 (1H, t, J = 7. 9 H z ) , 7. 78 (1H, d, 
J = 7. 7Hz), 7. 8-8. 2 (3H, m) , 9. 00 (1H, br. s) 

wmm 125 

N- (2-7^-4-7;i'tD7ir;i/) — N 5 - (3-— hD^>i/ 

3-*mm(2. 03g) cDhM> (somi) 1-3^ 

;b-3- (3-^fA7^7D^V) *;i/^'^-r ^ VmWWl ('1 . 8 2 

(50ml) X-ftM U 5 %j^M7jc^^- h U >> AsfcJM (80ml) . 
* (2X5 0ml) > ^Jg^K (5 0ml) T*i&#bfco tfttUi*?*^?'* 

v h^7 7^-{:J; t))^Mbi^^ai^;i/-r^faib N 5-7;vtD-N- 
( 3 -— hD^VyJV) -lH-^>^^^;-;i/-2-7^> (6 7 6 

mg) <o&m*mto 

MS : 2 8 7 (M+ 1 ) 

NMR (DMSO, 6) : 4. 64 (2H, d, J = 6. 1Hz), 6. 5 
-6. 8 (1H, m), 6. 8-7. 2 (2H, m), 7. 2-7. 6 (1 
H, m) , 7. 63 (1H, t, J = 7. 9Hz) , 7. 83 (1H, d, 
J = 7. 6Hz), 8. 12 (1H, d, J = 8. 2Hz), 8. 24 (1 
H, br s) , 1 1 . 0 0 ( 1 H, br s) 

9mm 126 



(oidstf )|NVia 39Vd SIRL 
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mmmi 1 8 hmm^Lxrmo^m^mtco 

N- (3-t* J^yyn,) - 5 - 7;ud - l H-^>x^f ^ 

2-TK> 

MS : 2 5 7 (M+ 1 ) 

NMR (DMSO, 6) :4. 35 (2H, d, J = 6. 1Hz) , 5. 0 

1 (2H, br s) , 6. 3-6. 8 (4H, m) , 6. 8-7. 2 (4 
H, m) 

mmm 127. 

N— (2-7^y-4-y h^i/7iz;v) — N' — (3-rfD^>^) 
MS : 3 3 3 (M + 1) 

NMR (DMSO, 6) :3. 67 (3H, s), 4. 79 (2H, d, J 
= 5. 9 H z ) , 4. 87 (2H, br s ) , 6. 18 ( 1 H, dd, J 
= 2. 7 Hz, 8. 6Hz) , 6. 34 (1H, d, J = 2. 7Hz) , 6. 
84 (1H, d, J = 8. 6Hz), 7. 60 (1H, t, J = 7. 8Hz), 
7. 7-7. 9 (2H, m) , 8. 0-8. 2 (2H, m) , 8. 95 (1 
H, br s) 

mmm 1 2 8 
mmmi 2 5 hmwcvxTmofc-syozmtzo 

5 -X h^r^-N- ( 3 h n^>i';i/) - 1 h -^>x-r * ^y— 

2 — 7* ^ > 

MS : 2 9 9 (M+ 1) 

NMR (DMSO, 6) :3. 6 9. (3 H, s), 4. 62 (2H, d, J 
= 6. 0Hz), 6. 4-6. 6 (lH,m), 6. 73 (1H, br s), 
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6. 9-7. 4 (2H,m), 7. 62 (1H, t, J = 7. 9Hz), 7. 
84 (1H, d , J = 7 . 7 H z ) , 8. 0-8. 2 ( 1 H , m) , 8. 2 
4 ( 1 H, br s) , 10. 7-10. 9 (1H, m) 

M&M 12 9 

N- (3-7-^ J^Vfr) -5-^ h^>-lH-^>X^^V-;V- 

2 - 7* ^ > 

MS : 2 6 9 (M+ 1) 

NMR (DMSO, 6) : 3. 69 (3H, s) , 4. 33 (2H, d, J 
= 6. 0Hz), 5. 00 ( 2 H , br s), 6. 3-6. 6 ( 4 H , m) , 
6. 72 (1H, d, J=2. 3Hz) , 6. 8-7. 1 (3H, m) , 1 
0. 5 1 ( 1 H, b r s) 

rn.rn.rn 130 

5- (3-7/V^D-5--h07x-;i/) -1, 2-^f;i/-lH- 

(4 0 0mg) Z.^)V7*V> (5ml) CDig-^^^iS^TT' 

3 smmmwkvtzo sisi^i^iiif jv ( 5 omD^u 

* (.3 0 ml) T-2®£fc#bfco MLfetil^SSU #£>*tfcBS£ 
WPx-f;V-C*lTff,tl,feSS§gSlv 4- [3 - (1, 2-i?* 

1 H f ^ V S J—)V- 5 - >f;i/) - 5 -~l«D7i-M y 

> (3 2 7mg) ^^Ij^ll i: ttffeo 
MS : 3 0 3 (M+ 1 ) 

NMR (DMSO, 6) : 2. 36 (3H, s) , 3. 2-3. 4 (4H, 
m), 3. 57 ( 3 H , s ) , 3. 6-3. 9 ( 4 H , m) , 7. 03 (1 
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H, s) , 7. 3-7. 4 (1H, m) , 7. 5-7. 7 (2H, m) 

mm 1 3 1 

4- [3- (1, 2 -V 1 H— -f ;i>- 5 -5- 

hD7i-M U > (3 2 Omg) \ (4 8 Omg) £5=- 

h7tFD75> (4. 8ml) (Dm&Wfc, Mitm=.m • 6 zk» ( 3 2 
mg) i:tb'75?>- (0. 4 8ml) *in*.fco 8 

^:n^;v (5 0ml) tf#3RU 7j< (4 0ml) -£2 0*:*** (30ml) 

®^£®5febv 3-(l, 2 -i^5^1/- 1 H—f 5 --f;i/) 

-5- (4 U-;b) 7-'J> (2 7 7mg) Mhblifeo 
MS : 2 7 3 (M+ 1 ) 

NMR (DMSO, 6) : 2. 31 (3H, s) , 2. 9-3. 1 (4H, 
m) , 3. 48 (3H, s), 3. 6-3. 8 (4H,m), 5. 03 (2 
H, br s) , 6. 0-6. 2 (3H, m) , 6. 71 ( 1 H, s) 

m&m 132 

3, ?UU^>M> (3. Og) O^(3 0ml) » 

1 2^N»aEb&. #£PSK «^»£2Mc*fc&8f> 1 0#Hati#bfco ife 

;7i^/I/) ^A7U* (3. 6 4 g) ^ife. 

APCI-mas s ; m/z 1 9 9. 0 7 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 7 . 48 (2H, s), 7. 73 (1 

H, s), 8. 28 (2H, s) , 10. 41 (2H, s) 

M&M 1 3 3 



WO 01/68585 



PCT/JPOl/01993 



82 

3, (2. 7 5 g) ( 1 5ml) 

(i5mi) (ommmzmm ( 5 o%we t ) ±© 

$£$&8§U i/'J*mffl^fe*7A^n7 — id J: £ *f{S£ b 0 

- 1 ;!/<£> ffi-fb V > 4* -e$g£hb-^ 3 5 bar 

-U > (9 5 lmg) ft»fc 0 
ESI -ma s s ; m/z 162.3 (M-H + ) 

'H-NMR (DMS O-d 6) :<J ; 6. 33 (2H, s), 7. 24(1 
H, s),7. 6-7. 8(2H, m) 

imm 134 

mZtm 1 3 2 i:BiaifcLTTB©fl3'&**»&. 
N — 3 — J — 5 — — M3 7- U > 

APCI— mass ; m/ z 1 9 0 . 2 0 (M-H + ) 
1 H — NMR (DMSO-d6) : <? ; 8 . 32 ( 1 H, s), 8. 44(2 
H, m), 8. 76 (1H, s), 10. 94 ( 1 H, s) 

13 5 

N-*JH;i/-3-^7y-5-^hD7^V> (9 9 4mg) HfiiWft 
U (8 6 2mg) ©N, N-^^f;i/^A7^ K ( 1 0ml) sfiJBSi 

2-7Dt-3-^y> (8 6 4mg) &Hti^ m&m&zmiBim 

e?ix-C^$-fr@*bfco ^SSC^T^^E-^A (4. 0 1 g) £fln*.. 
WSL (1ml) <D*i/\s^ (20ml) *£3 OOTllfco m&%}l£W 

wlx.*-ju 1 1 N^-fb^- h y A*$g*£ ( i o o m i ) £;&d;u m-sw* 1 
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- ( 3-^7^ - 5 -c=. ^0 7i^) (o. 8 

1 s) zntda 

APCI-mass ;m/z 2 4 3. 1 3 (M + H + ) 
X H — NMR (DMSO-d 6) : 6 ; 2 . 1 6 ( 3 H, s ) , 7 . 8 7 ( 1 
H, s), 8. 50 (1H, t, J = 1 . 7Hz), 8. 55 ( 1 H , m) , 
8. 8 1 ( 1H, t, J= 1. 7Hz) 

* 

MMM 13 6 

N— (3-^pd-5 -*;i/^;V7^/'-7x- WA7^ K (l g) 

ON, N-V*3-;\s*Jl&T$. h* (10ml) 4« 6 0 %7jC5N<b^ h 

u tf &(Dmm&wt* (2 o lmg) ssnits i^%i$3 0M#ife o *g 

^i{:2-7*D : E-3-^y> (7 6 0mg) ©N, N-S^^;i/*;i/A 
T^h* (5ml) *£JD*.. 2 R?BB*#U& 0 

b> N — [3-7DO-5 - ( 1 2 -^-^rV-rD 

l^;V) J ] ^l/A7^ M5 6 Omg) *mtco 

APGI-mass;m/z 2 6 8. 7 3 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 1. 32 (3H, d, J = 7. 1H 
z) , 2. 14 (3H, s), 4. 66 (1H, q, J = 7. 1Hz), 7. 
1-7. 3 (2H, m) , 7. 42 (1H, s), 7. 73 (1H, s), 
8. 3-8. 5 ( 2 H , m) , 10. 51 (1H, s) 

N- [3-7DD-5 - ( 1 -*?-Jl>- 2 - t^V-7D 

;i/)7^]7i= ;i/]*AA7^ K (4 4 3 mg) tf^^7'>^E— A ( 1 . 

2 7 g) tffim (0. 5ml) (D*ci/\sy (10ml) ffM^BEfc 1 3 0°C 
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0 0 ml) %ip^ 0#IB«#Lfc. ***»ttJL7ki:*tt*Tf 
ml) i:^^y-;Klml) ll$IH«#b;fco 

1 N7X^b± h U e/ A2fc»«[ (1 0ml) fclflftai^-^ (20ml) £flO;L 

fee J*Hibfe*i)Mi*Aiifcdc*cjjfe*u Mvn^^A^i^tii^ 

l - (3-^dd-5-7^ ;7i_;i/) -< ;i/ (2 8 

7mg) £#fc 0 

APCI-mass ;m/z 2 2 2. 3 3, 2 2 4. 3 7 (M + H + ) 
1 H — NMR (DMSO-d 6) : 6 ; 2. 06 (3H, s), 2. 08 (3 
H, s), 5. 75 (2H, s), 6. 44 (1H, t, J = 1. 9Hz), 
6. 52 (1H, t, J=l. 9Hz) , 6. 64 (1H, t, J = l. 9 
Hz) , 7. 5 8 ( 1 H, s) 

mmm 1 3 8 

4, 5 1 - (3-i/7^-5-^hD7i^;i/) 

*(125mg), i&4tm (III) (8mg), |(12 0mg) CD^ h 
7th*D77> (1ml) (Dlilt, zfeflj th*7y> (0. 15ml) t 
JP*.* fi^4»*8 0 9 C-e lNf^m^bfeo &&2£&aiSb. 4ttt^ixf;v 

I*«Y^i">A«$til^SSU 4, 5-5>**7i/-l-(3 

->?;-5-7^7i-;V) ^ £>^_ ;l/ (1 o 6mg) £*#fc 0 
APCI-mass ;m/z213. 20 (M4-H+) 
1 H — NMR (DMSO-d6) : <5 ; 2 . 07 (3H, s), 2. 08 (3 
H, s), 5. 94 (2H, s), 6. 79 (1H, t, J = 2. 0Hz), 
6. 9-7. 2 (2H, m) , 7. 62 ( 1 H, s) 
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13 9 

3, 5 -v - hD7r>;-;v ( 5 . 0 g) <D*$J— )V (2 5ml) 
rh7th*n77>(25ml) Q>mmWL*}%m (5 0%wet)±©10% 

bfco ^fc^m (5 0ml) £SD;t*Ii§r^£ HSmaSfcLfco ftW^ m 

^•ti^7jctaAbfco «na«j%ttaiu <6*bfco to^i^^u*^;i/5 o 

gM^fe^A^DV h^77^f- l!3lt^L> 3 0-5 o%®t^j^;K£> 

^^•y->*T'^ttibNN-*:;V^;V- 3 b 3^>- 5 h D7- 'J >( 1 . 
7 3 g) 

APCI-mass;m/zl 9 5. 0 7 (M-H + ) 
1 H — NMR (DMSO-d6) : 6 ; 3 . 89 (3H, s) , 7. 4-7. 
6 (2H.ni), 8. 14 (1H, t, J = 1 . 9Hz), 8. 37 (1H, 
s) , 10. 63 (1H, s) 

Ui&M 14 0 

mmmi 3 5 tmmiz\yXTm(D^m^ti 0 

4, 5 1 - (3-* h^>- 5 hD7i-/l/) -Y ^^7— 

)v 

APCI-mass;m/z 2 4 8. 2 0 (M + H + ) 
'H-NMR (DMSO-d6) : 6 ; 2. 12 (3H, s), 2. 14(3 
H, s), 3. 94 (3H, s), 7. 50 (1H, t , J = 2. 1 Hz) , 
7. 7-7. 9 (2H, m) 

m^m 141 

4, 5-S?**\H/- 1 - (3-^ h*^- 5 buy ^ * 

(5 0 Omg) (1 0ml) ^!BtB»$jK3K (5 0%we 
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t , 1 0 0mg)±©l 0%/^^^A-C7Km#HmT3KF^7jc^Wbfeo 

APCI-mass ;m/z218. 33 (M + H + ) 
1 H — N M R (DMSO-d 6) : <S ; 2 . 06 (3H, s), 2 . 08 (3 
H, s), 3. 69 (3H, s) , 5. 4 1 (2H, s), 6. 04 (1H, 
t, J = 2. 0Hz) , 6. 09 (1H, t, J = 2. 0Hz), 6. 18 
(1H, t,J = 2.0Hz),7. 5 2 (lH, s) 

mmm 142 

4-^^-;v- 1 - (3--hD7i-;i/) -lH-^f^\/-;i/ (3. 2 
g)07t^hij^(2ml) ^IWiCN-^DD^^i/V'f ^ h* (2 . 

7 3g) *to%., m&%n*. 7 o°c-e 6^F^ti^bfco s^utffix?-;^ 

g£/9V>fc7J-7 A^P"^ hy*7 7-f-t«iiU 3 0 %®^^^^-;V©n-^ 

#tf->ft»T-^mUT> 5 1 - (3--fD7x-;i/) 

-lH->f (6 4 2mg) tffco 

APCI— mass ; m/ z 2 3 8 . 2 7 (M + H + ) 

1 H — NMR (DMSO-d6) : <5 ; 2 . 18 (3H, s), 7. 8-8. 

1 (2H, m) , 8. 08 (lH, s), 8. 3-8. 5 (2H 3 m) 

mtm 143 

3- (5-7nD-4-^f;i/-lH-^f>^;-;i/-l — ( jv) T- U > 
APCI -ma s s ; m/z 208. 20, 210. 13 (M + H + ) 
'H-NMR (DMSO-d6) :d;2. 13 (3H, s), 5. 47 (2 
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H, s) , 6. 5-6. 7 (3H, m) , 7. 15 (1H, t, J = 7. 9 
Hz) , 7. 8 0 ( 1H, s) 

WkMM 14 4 

2-^UD-3-^^-5-rhnt >jy> (967m g) i: 2 - £ »J 
i>;M*>:P^ > (1. 7ml) Orh7th*D77> (10ml) 

ilJ^Mlx 2kT?tft^b. %«U (2- 

- 2-tfU^>^^> (9 8 5mg)l§fc 0 
APC'I-mass ;m/z 2 4 5 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 2 . 25 (3H, s), 4. 
79 (2H, d, J = 5. 9Hz), 7. 23 (1H, d, J = 7. 4Hz), 
7. 26 (1H, d, J = 7. 7Hz), 7. 71 (1H, td, J = 7. 
7Hz, 1. 8Hz), 8. 01 (1H, t, J = 5. 9Hz), 8. 0 8 
(1H, t, J = 2. 6Hz), 8. 49-8. 53 ( 1 H , m), 8. 7 
7 ( 1 H, d, J = 2 . 6 H z) 

145 

3 5 - - > n -N- -2-t^U^>7' 

^> (9 7 Omg) <D*Z J— )l> (15ml) ^^b^b FD77> (15 
ml) 4»!Mtt*j6KJlU:©^5 5?i>A (10%w/w, 5 0%wet, 4.5 

omg) •c*.mmmm l -r5\%m7kmmMLfe 0 mm&msv, mm&njET 

-e@3£LTs 3-^^;i/-N 2 - ( 2 -tr<; ^;i/^^;i/) - 2, 5-t>;y 

Wr§ > (8 5 1 mg) £*§fc e 
APCI-mass ; m/z 2 15 (M+ 1 ) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 2. 07 (3H, s), 4. 
24 (2H, s), 4. 53 (2H, d, J = 5. 8Hz), 5. 75 (1 
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H, t, J = 5. 8Hz), 6. 73 (1H, d, J = 2. 6Hz), 7. 
16-7. 28 (3H, m) , 7. 66 (1 H, t d , J = 7. 6Hz, 1. 
8Hz), 8. 47 (1H, d, J = 4. 0Hz) 

mmm 1 4 6 

2-^DD-5-^hn-3 - (by 7 u * jv) try ^> (226 

mg) £2-^U i;;i/*^>:p^>(0. 2ml)Orb7t KD77>(2. 
0ml) t(iM418NfWLfco *g^£2kfc&#A*L 1 Kf^SS^L 
fco tfc«UfcBB»*itIRU *T-^b> ^iLT 5 -- h D-N- (2 

-try ^;v^^;i/) - 3 - ( h y 7;v^-D^^;b) - 2-t'j i?>7^> ( 2 

7 7mg) ^#fc 0 

APCI-mass ;m/z299 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 4. 86 (2H, s), 7. 
24 (1H, d, J = 7. 6Hz), 7. 27 (1H, d, J = 5. 1Hz), 
7. 75 (1H, td, J = 7. 6Hz, 1. 8Hz) , 8. 46 (1H, 
s), 8. 47 (1H, s), 8. 51 (1H, dd, J = 6. 3Hz, 1. 
6Hz), 9. 08 (1H, d, J = 2. 6Hz) 

m&M 14 7 

« 

5--bn-N- ( 2 - try ^;v^^;w) - 3- (F'j7;vtD^f;v) 

- 2 -t? y *?>7$ > (2 6 5mg) (D**S— ;i/ (3. 0ml) fcrFv 
tf*D77>(3. 0ml) #5&83$£&&Sii ( 1 0%w/w, 5 0%wet, 

8 2mg) ±<D^^^^AX'7KmmmnT3mm>kmmiu^ 0 mm^m^ 

u Mmzu&TX-w&hT, N 2 — (2- try ^;i/^^;i/) -3 - (hy 

7;v^-D^^-;i/) -2, 5-t^y^;v^T^> (2 4 0mg) £f#fco 
APCI-mass ;m/z269 (M+l) 

NMR (200 MHz, DMSO-d6) : 6 ; 4. 59 (2H, d, J = 
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5. 4Hz), 4. 74 (2H, s) , 6. 2 7 (1H, t, J = 5. 4H 
z) , 7. 19 (1H, s) , 7. 20 (1H, s) , 7. 25 (1H, s), 
7. 70 (2H, td, J = 7 . 6Hz, 1. 7Hz), 8. 49 ( 1 H , 
d, J = 4. 6Hz) 

mmm 1 4 8 

2-^ nD -5-nhDtUi;> (6 5 Omg) ^ N-^^-;i/ (2 -try 

> ( 6 0 Omg) h h U^^-;VT$ > ( 0 . 7ml) 

h7tKD77> (6mi) 8mmm;nhtzo m&yuz&fc®. 

(5 6 3mg) £*§fco 

APCI-mass ;m/z245 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 3 . 27 (3H, s) , 5. 
01 (2H, s) , 6. 83 (1H, d, J = 9. 5Hz) , 7. 23 (1 
H, d, J = 7. 4Hz) , 7. 28 ( 1 H , dd, J = 7. 5Hz, 4. 
9Hz) , 7. 76 (1H, td, 3 = 7. 7Hz, 1. 8Hz), 8. 2 
3 (1H, dd, J = 9. 5Hz, 2. 8Hz), 8. 51 (1H, d, J 
= 4. 1Hz), 8. 9 5 (1H, d, J = 2. 8Hz) 

♦ 

g£3i0y 1 4 9 

N-^^;v- 5-^hn-N- ( 2 y ^;i/^^;v) -2-tiU^>7 

r/(2 0 0mg) ©^^y— ;i/ (3. 0ml) tfh7tf*D77>(3. 
Oml)«MI(10%w/w, 5 0%wet, 9 3mg) 

^vt&TZTkmmm^TsmmTkmmbuLtzo /sadists u 

■ 

fSiutv N 2 -^;i/-N 2 - ( 2 — t: u i^;i/^^;i/) -2, 5-try^ 

;^7^> (17 4ms) £*§fc 0 
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APCI— mass ; m/ z 2 1 5 (M+l) 

NMR (2 0 0MHz, DMSO-d6) 6 ; 2 . 9 7 (3H, s) , 4. 
41 (2H.br), 4. 70 (2H, s), 6. 47 (1H, d, J = 8. 
7Hz), 6. 91 (1H, dd, J = 5. 8Hz, 2. 8Hz), 7. 0 
7 (1H, d, J = 7. 8Hz) , 7. 21 (1H, dd, J = 6. 4Hz, 
4. 9Hz), 7. 55 (1H, d, J = 2. 4Hz), 7. 67 (1H, 
td, 3 = 1 . 7Hz, 1. 8Hz), 8. 48 (1H, d, J = 2. 8H 
z) 

«£0!l 15 0 

N-^^;b- 5-^hn-N- (2 -t? u ^;i/^^;i/) -2-tr>;^>r 

* > ( 1 9 4mg) tN-^DD7^>^fU* (135mg) (DT±b — 
YVJV (2. 5ml) *®^*^m#ffl^,TT? 6 0 °C. 4NfH^Ufco 
«^»**Yb^^l/>Tf#3RU lN*«to*- h V tA7k®WL(3 0ml). 

3-^DD-N-^f;i/-5-^hu-N- (2-t'Js;;wf;v) -2- 

1f US?>7-^> (2 1 6mg) £f#fc 0 
APCI-mass ; m/z 2 7 9 (M + 1 ) 

NMR (200MHz,DMSO-d6) : ; 3 . 3 2 (3H, s), 5. 
03 (2H, s), 7. 26-7. 35 (2 H, m), 7. 77 (1H, t 
d, J = 7. 7Hz, 1. 8Hz), 8. 40 (1H, d, J = 2. 4Hz), 
8. 51 (1H, dt, J = 3. 8Hz, 0. 8Hz), 8. 91 (1H, 
d, J = 2. 4Hz) 

m&m 1 5 1 

- 5- ~hD-N- (2-e'jy;Mf;i/) -2 
-tTU^>T^ > (2 0 Omg) (3 30mg) ©rh7tKD7 
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^> (4. omi) mitm-mts^mm (20mg) tt^ 

*j>-&mm (o. 4mi> *im^ 2mm^mhtc 0 nn®., 

??l-N 2 - - 2, 5 - \f V VJl/VTK > (18 5 

mg) ^#feo 

APCI-mass ;m/z249 (M+l) 

NMR (2 0 0MHz, DMSO-d6) :6 ; 2. 66 (3H, s) , 4. 
2 9 (2H, s) , 5.15 (2H, s) , 7. 0 7 (1H, d, J = 2. 
5Hz), 7. 20-7. 26 (1H, m) , 7. 44 (1H, d, J = 7. 
8Hz), 7. 59 (1H, d, J = 2. 5Hz), 7. 74 (1H, td, 
J = 7. 7Hz, 1. 8Hz), 8. 45-8. 4 8 ( 1 H, m) 

mmm 152 

2-^DD-5-nhDt:U^> (6 6 5mg) , (4-^;i/-2-l^ 

y^;iO *?>7K> (l. o&) £ ki;x^7^> (0. 5 3m 1) cd 

rK7tKD77> (8ml) 1 8 bfco 

Ay;i/*7A^aYh^7^- ($/'.; *y;n oog, l-4%j**y — 

- 5-^fD-t'Ji?>7^V (3 0 0mg) £*§fco 
APCI-mass ;'m/z 2 4 5 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 2. 29 (3H, s), 4. 
80 (2H, d, J = 5. 3Hz) , 6. 7 1 (1H, d, J = 8. 8Hz), 
7. 11 (1H, d, J = 5. 1Hz), 7. 16 (1H, s), 8. 15 
(1H, dd, J = 9. 4Hz, 2. 8Hz), 8. 38 (1H, d, J = 
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5. 0Hz), 8. 63 (1H, t, J=5. 3Hz), 8. 90 ( 1 H, 
d, J = 2. 8Hz) 

mmm 153 

N- [ (4 2 -K'J - 5- rihn-2-tfU^ 

>7>^ > (15 Omg) $ J — ;i/ (2 . Oml) iiT 1 F7tfD77> 
(2. Oml)«S«^$(10%w/w, 5 0%wet, 56mg) 

5-t'J^7^> (133mg) §§feo 
APCI-mass ;m/z2 15 (M+l) 

NMR (2 0 0MHz, DMS0-d6) : d ; 2. 25 (3H, s), 4. 
29 (2H, br), 4. 38 (2H, d, J = 6. 1Hz), 6. 17 (1 
H, t , J = 6. 1 Hz) , 6. 36 (1H, d, J = 8. 6Hz), 6. 
82 (1H, dd, J = 2. 8Hz, 8. 6Hz) , 7. 04 (1H, d, 
J = 5 . OHz) , 7. 13 (1H, s) , 7. 42 (1H, d, J = 2. 
7Hz) , 8. 33 (1H, d, J = 5. OHz) 

mmm 154 

5--bDtr>;^> (l . 35g), (3-^^;i/-2-t 

D5W (4. 2g) il h 'J 3l^-)IT3. > (4. 7ml) 

h7th*D77> (2 0ml) S 1 8BSf§S#bfco Sl»&zkfc 

tr;i/i->;i/i:^^y— ;i/T?t&#b. 3£^u N- [ (3-*^;i/-2 
^<^;H - 5 h p- 2 »;s>>r5 > (7 7 6mg) & 

APCI-mass ;m/z 2 4 5 (M+l) 
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NMR (200MHz, DMSO-d6) : 6 ; 2. 34 (3H, s), 4. 
7 1 (2H, d, J = 4. 9Hz), 6. 79 (1H, d, J = 9. 2Hz), 

7. 24 (1H, dd, J = 7. 6Hz, 4. 8Hz), 7. 61 (1H, 
dd, J=7. 6Hz, 0. 8Hz) , 8. 13 (1H, dd, J = 9. 3 
Hz, 2. 7Hz), 8. 3 7 (1H, dd, J = 4. 8Hz, 1. 1Hz), 

8. 48 (1H, br) , 8. 92 (1H, d, J = 2. 7Hz) 

9mm 15 5 

N — [ (3-^^-;i/-2-t^>;y;i/) - 5 h n- 2 - 1: u 

>T*> (2 0 0mg) <D^y— (3. Oml) trF7kKD77> 
(3. Oml) *H«tfft£&3S ( 1 0%w/w, 50%wet, 90mg) 

iETt*@Abt, N 2 — [ (3-^g L ;i/-2-tr«j^;i/) tWv] - 2, 

5 - KiJ i?})/i?7K > (147mg) £#fc 0 
APCI-mass ;m/z2 15 (M+l) 

NMR (2 0 0MHz, DMS0-d6) : 6 ; 2. 31 (3H, s), 4. 
31 (2H, br), 4. 40 (2H, d, J = 5. 1Hz), 5. 98 (1 
H, t, J = 5. 1Hz) , 6. 49 (1H, d, J = 8. 6Hz) , 6. 
85 (1H, dd, J = 8. 6Hz, 2. 8Hz), 7. 20 (1H, dd, 
J=7. 5Hz, 4. 8Hz) , 7. 49 (1H, d, J = 2. 6Hz), 
7. 57 (1H, d, J = 7. 4Hz), 8. 36 (1H, d, J = 4. 8 
Hz) 

mmm 1 5 6 

2-^nn-5-^hD^U^>(l. Og), [3-^DD-5-(h 

'J7;^d^^/1/) - 2 -t:u t<#>t^ > • ( 1 . 8 6g) 

i: f 'J /V7 ^ > (1. 7ml) (D^ h7t t ; 077> (10ml) c^^g 
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s 1 8 BSHBHt # b o M&m*7kizm% xn, immmwvtzo &^b 

fcra^llb *t?«5#U'«S*U N— [ [3-^DD- (5-MJ 

^> (i. 1 2 g) *mzo 

AP CI— mass ; m/z 3 3 3 (M+l) 

NMR (200 MHz, DMSO-d6) : d ; 4. 94 (2H, d, J = 
5. 6Hz), 6. 79 (2H, d, J = 9. 0Hz), 8. 16 (1H, 
dd, J=9. 3Hz, 2. 8Hz), 8. 49 (1H, s), 8. 66 (1 
H, br), 8. 87 (1H, d, J = 2. 8Hz), 8. 89 (1H, s) 

M&M 15 7 

N- [ [3-^do- (5-hU ^i^p^^v) - 2-tr'Ji^;i/] 

;V] - 5- r:hn-2-t:U^>T^> (3 0 0mg) <D*#;—)l (3. 
0ml) hrh7tHD77> (3. 0ml) 4>S!&&&&& ( 1 0%w/ 
w, 50%wet, 8 5mg) ±©7t^^e7A-e7jc^#H^T6^P^7ic^^ 
iJDbfco Mtt&*ft£U a*fe«fl£T7?.g*bTx N 2 - [ [3-^DD- 

(5-h)j7ji/tD^f/i/) -2-b!';^;i/] - 2, 5-Kyy;v 

(3 1 5mg) £*§fco 
APCI-mass ;m/z 3 0 3 (M+l) 

NMR (200 MHz, DMSO-d6) : 6 ; 4 . 72 (2H, s), 6. 
55 (2H, br) , 6. 70 (1H, d, J = 8. 9Hz) , 7. 03- 
7. 15 (3H, m), 7. 52 (1H, d, J=8. 3Hz), 8. 88 
(1H, s) 

m^m 15 8 

2 ->j7 p p_ 5 _- h d tT 1 J > (1. Og) fc: 3 
> ( 1 . 2 8ml) cDt h7tb'D77> (10ml) 1 8 mm 
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U TkTifcifU IfcAiU ( 3 -IfU -2- 

t';^>T*> (i. osg) *mzo 

APCI-mass ;m/z231 (M+l) 

NMR (200 MHz, DMSO-d6) : 6 ; 4 . 65 (2H, d, J = 
5. 8Hz) , 6. 65 (1H, d, J=9. 3 Hz), 7. 36 (1H, 
dd, J = 7. 7Hz, 4. 8Hz) , 7. 73 ( 1 H, dd, J=l. 8 
Hz, 7. 8Hz), 8. 1 5 (1H, dd, J = 9. 3Hz, 2. 8Hz), 
8. 47 (1H, dd, J = 4. 8Hz, 1. 5Hz), 8. 57 (1H, 
d, J = l. 9Hz), 8. 62 (1H, t, J = 5. 7Hz), 8. 92 
( 1 H , d , J = 2 . 8 H z ) 

mmm 159 

5 - - h d -N- ( 3 -try ^;i/^^-;i/) -2-i^u^>t^> (4 00 

mg) <D*?;—)\, (5. Oml) ii^h^th*D7^> (5. Oml) # 

( 1 0 %w/w, 5 0%wet, 1 6 0mg) ±©/t7^f>A 

X. N z - (3-tfU^;i/^^;i/) -2, 5 -t: U > (3 3 0m 

g) £*#fco 

APCI-mass ;m/z201 (M+l) 

NMR (2 0 0 MHz, DMS0-d6) : 6 ; 4 . 31 (2H, br) , 
4. 36 (2H, d, J = 6. 2Hz), 6. 21 (1H, t, J = 6. 2 
Hz), 6. 34 (1H, d, J = 8. 6Hz), 6. 82 (1H, dd, 
J = 8. 6 H z, 2. 8Hz) , 7. 29 (1H, dd, J = 7. 8Hz, 
4. 8Hz), 7. 43 (1H, d, J = 2. 7Hz), 7. 69 (1H, 
d, J = 7. 8Hz) , 8. 40 (1H, dd, J = 4. 8Hz, 1. 5H 
z) , 8. 5 2 (1 H, d, J= 1 . 9H z) 
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mitm i6o 

2-^DD-5-zbDi;iJi?> (i. og) h2- (2-tru^;p) x 

K> ( 1 . 66ml) ©r h7tFD77> (6. 5ml) tpUS®) 
£1 8raaifLfco m^^7K^#Atis lB$figjfl#Lfco tfcl&LfcH 
JB*b*«tmU 7.kT'i5fc#l^ $£*£U 5--hn-N- [2- 

;b) x^;v] - 2-tru^>T^> (l. 5g) £*#fco 

A PCI— mass ; m/ z 2 4 5 (M+l) 

NMR (200 MHz, DMSO-d6) : d ; 3 . 02 (2H, t, J = 
7. 3Hz), 3. 7 8 (2H, br) , 6. 55 (1H, d, J = 9. 4 
Hz), 7. 23 (1H, dd, J = 7. 6Hz, 4. 8Hz), 7. 28 
(1H, d, J = 7. 9Hz) , 7. 71 (1H, td, J = 7. 7Hz, 
1. 8Hz) , 8. 09 (1H, d, J = 7. 2Hz), 8. 21 (1H, 
br), 8. 51 (1H, d , J = 4. 8Hz), 8. 92 (1H, d, J 
= 2. 7 Hz) 

sum i 6 i 

5-rhD-N- [2- (2-HU^;i/) — 2 — fc! U V^T X > 

(2 0 Omg) CD**^— ;i/ (3. Oml) trh7tl«'D77> (3. 0 
ml) ffll^^l (10%w/w, 5 0%wet, 8 0mg) ±0/t7 

N 2 — [2- (2-^u^;i/) x^-;v] -2, 5-t';^;vi?T 

5> (1 84mg) £*#fc 0 

AP C I -ma s s ; m/z 2 1 5 (M+l) 

NMR (200 MHz, DMS0-d6) : 6 ; 2. 93 (2H, t, J = 
7. 4Hz), 3. 47 (2H, td, J = 7. 4Hz, 5. 9Hz), 4. 
27 (2H, s), 5. 60 (1H, t, J = 5. 9Hz), 6. 2 9 (1 
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H, d, J = 8. 6Hz) , 6. 81 (1 H, dd, J = 8. 6Hz, 2. 
8Hz), 7. 20 ( 1 H , dd, J = 7. 5Hz, 4 . 9Hz) , 7. 2 
5 (1H, d, J = 8. 6Hz), 7. 47 (1H, d, J = 2. 7Hz), 
7. 68 (1H, td, J = 7. 6Hz, 1. 9Hz) , 8. 48 ( 1 H , 
d, J = 4. OHz) 

m m.m 1 6 2 

5-^DD-l, 3 -^>^>^T^ > (1. 43g) ©rh7t^D7 

^> (10ml) ^IcO'C^^ffl^TT-n-^^U^^A (5. 8m 

I, 2-^>^^vtw-;i' (o. 77g) £-ft£An;tfco o-c^ei 

mnvtzo 7jc (10ml) §STU mm^JV (lOOml) s zk ( 1 0 
Oml) *UU%., #86Lfc 0 1NIH (2ml) fcin^fc* (5 0ml) 

fv>-csiiUN- i - ( i , 2 -^>y-r v3-3ri?-y-;i/- 3 — r ;i/) 

-5-^DO-l, 3-^>^>^T^> (0. 6 3g) §lMIi:tt 

mp 192-194 °C 
MS : 2 6 0 (M+ 1) 

NMR (DMSO, 6) : 5. 49 (2H, s) , 6. 23 <1H, dd, 
J=l. 8Hz, 1. 8Hz), 6. 92 (2H, s), 7. 3 2-7. 4 
1 (1H, m), 7. 58-7. 70 (2H, m), 8. 13 (1H, d, 
J = 7. 9Hz) , 9. 42 (1H, s) 
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m&m+ (H 2 0) 0 . 05 : C ; 5 9. 9 2, H ; 3. 9 l , N ; 1 6. 12 
:C;60. 15, H;4. 02, N; 15. 76 

mmm 1 6 3 
m&m 1 3 tnm^hx-fmo^m^m^o 

MS: 2 7 8 (7 U— fo+ 1) 

NMR (DMSO, 5) :2. 05 (3H, s), 2. 77 (3H, s), 
3. 4-3. 7 (8H.ni), 7. 08 (2 H, d, J = 9. 1Hz) , 7. 
8 4 (2H, d, J = 9. 1Hz) 

m&m i 6 4 

7-^DD- 2 3 3 -^bh*n-^>y [b] tf^-fe t:> 4 -#;i/#>^ 

(1 5 7mg) ©J&fb.* > (3ml) $**®mmfcMlb**-V- V ft (0. 

16ml) hN, N-^^f;i/*M7* F (— m £*n^ s-a-t/*^ 

3-7Ut'J^>(6 6mg) <D^<b* ^ U > ( 3 m 1 ) i: t U ( 0 . 
17ml) ±fBT#e»tifc^^b^lcD^b^^l/> (3ml) 

^;i/T-S^b> ^iRbs 7-^ no- 2, 3-ytt«n-^>y [b] * 
dp-fetf >4 -*;i/^>^t: u s^>- 3 --r;vr^ K (168mg) £^fco 

APCI-mass;m/z301 (M + H + ) 

1 H — NMR (DMS0-d6) : 6 ; 2 . 98 (2H, t, J = 4. 3H 
z) , 4. 27 (2H, t, J = 4. 6Hz), 7. 01 (1H, d, J = 
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8. 7 H z ) , 7 . 2-7. 5 ( 3 H , m) , 7. 56 (1H, d , J = 2 . 
6Hz) , 8. 11 (1H, dq, J = 8. 3Hz, 1. 5Hz) , 8. 2 
9 (1H, dd, J = 4. 7Hz, 1. 4Hz) , 8. 85 (1H, d, J 
= 2. 1Hz) , 1 0. 1 6 (1H, s) 

m^tm 16 5 

8 -J- h*is-2, Yu-i>V [b] *-=3H2t:>4-*;V5}?> 

i(10 3mg) <Dmh^9-U> (1ml) tpmmftLlzMfc* *V Oil (0. 
lml) £N, N-^fM;i/A75 P (-$0 £2D;U *B-£4»£SiR"e 

K»J y> (4 9mg) ©^fb*^V> (2ml) 2iKUS?> (0. 
17ml) ±BT?»e>tLfcttttWb4ft©JB'fb^^l/> (2ml) 

-^;i/*»#L^ 8-^b^r^>-2, 3-^tpO-^>^ [b] W 
t>4-*;v^>^l^»;^>-3 -^f^T$ Ml 0 3mg) 
APCI-mass;m/z 2 9 7 (M+H + ) 

X H — NMR (DMS0-d6) : <5 ; 2 . 94 (2H, t, J = 4. 6H 
z), 3. 77 (3H, s), 4. 26 (2H, t, J = 4. 6Hz) , 6. 
55 (1H, d , J = 2. 5Hz), 6. 68 (1H, dd, J = 2. 3H 
z, 8. 6Hz), 7. 26 (1H, s), 7. 3-7. 5 (2H, m) , 
8. 10 (1H, d, J = 8. 4Hz) , 8. 27 (1H, d, J = 3. 4 
Hz), 8. 85 (1H, d, J = 2. 3Hz), 10. 06 (1H, s) 

msm 16 6 

8 - * h=^>- 2, 3-^t KD-^W [b] tf-dMs t:>4 -*;V^> 
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H(103mg) ©J&fb* V > (1ml) ^SISMftfcSMb*-*^ U ;M 0 . 
lml) fcN, N-yy^VA7^ h* (— »> £2J0;^ 

3-T^yt^U^>(4 9mg) <Dt&ib*^l<> (2ml) (0. 
17ml) 4>lHmc ±m-£mt>ftfcMMfc®(Di&fc*3-V> (2ml) 

t:>4-*;i/^>^tu^>-4--f;i/T^ F (6 2mg) £*#fco 

APCI-mass;m/z 2 9 7 (M+H + ) 

1 H — NMR (DMS0-d6) : 6 ; 2 . 93 (2H, t , J = 4. 5H 
z) , 3. 77 (3H, s) , 4. 26 (2H, t, J = 4. 6Hz), 6. 
55 (1H, d, J = 2. 5 Hz) , 6. 69 (1H, dd, J = 2. 6H 
z, 8. 4Hz), 7. 25 (1H, s), 7. 38 (1H, d, J = 8. 
6Hz) , 7. 68 (2H, d, J = 6. 1Hz) , 8. 43 (2H, d, 
J= 6 . 1Hz), 10. 21 (1H, s) 

mmm 1 6 7 

(2E) -N- (3-7^;-5-^DD7i^V) -3- (lH--f >F 

— ;i>- 3 ->f ;i/) - 2 -7D^>7^ h* 

MS : 3 12 (M + 1 ) 

NMR (DMSO, 6) : 5. 43 (2H, s) , 6. 28 (1H, dd, 
J=l. 9Hz, 1. 9Hz), 6. 77 (1H, d, J=15. 6Hz), 
6. 82 (1H, dd, J=l. 9Hz, 1. 9Hz), 7. 02 (1H, 
dd, J=l. 9Hz, 1. 9Hz), 7. 18-7. 25 (2H, m), 
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7 . 44-7. 50 ( 1 H , m) , 7. 74 (1H, d, J=15. 6Hz), 
7. 83 ( 1 H , s), 7. 91-7. 97 ( 1 H , m) , 9. 81 (1H, 
s) , 1 1 . 6 4 ( 1 H, s) 

m&m 16 8 

5 -zru^-nf-lsW. (l.-Olg) t b > (0 . 7 3ml) 

(Dm=m-7&;— )V (15ml) rpffliMmtZZ?? :n y ;v:Plf^ 
Ml. 0 8ml) *tnjjtfc.'S-&'»*6«FllBJB«Ebfif»3i^7?#Rbfco 
***** JK»**^hU^A2K** N A«*-C«5#Ufco 
*SlSlftv^S/<7AT!<£«|$*«JBET-C*«E*e*bfco »**$✓ u 

(1. 12g) £?#fco 
E S I -ma s s ; m/z 2 9 5 (M + N a + ) 

1 H — NMR (DMSO-d6) : 8 ; 1. 53 (9H, s), 6. 78 (1 
H, broad s),8. 34(3H, s) 

wm.m 16 9 

3 -^D^E- 5 -m = WL-7 y U ^> (4 1 Om 

g) , V^)\> (3 - l^U^;i/) (2 8 7m.g) s r b^** ( h U 

7i-;^7 7r-/) i^e? A (87mg) * r h^-n-^T^t- 
t&y^fr (48mg) h7tKD77> (10ml) iffltiB*<z£tlK 
*U«>A»5fe (2 9 7mg) *5bnjU «-&»* 1 2 BtF^&cftbfco 

s-&«a*»K3i^-;vtf#3Rbx *> AawcT?as#bfeo #mbfc*$ji£?5& 

l/>tt»T-^mbT> [3, 3' ] -KK U^;V5 /l/-Jb;W^ >&* = 
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(2 0 lmg) &'i%tzo 
ESI— mass ; m/ z 2 9 4 (M + N a + ) 

1 H — NMR (DMSO-d6) : d ; 1 . 54 (9H, s) , 6. 83 (1 
H, broad s), 7. 3-7. 5 ( 1H, m) , 7. 91 (1H, d 
t, J = 8. 0Hz, J = 2. 0Hz) , 8. 3 0 (1H, s) , 8. 43 
(1H, d, J=2. 5Hz) , 8. 51 (1H, d, J = 2. 0Hz) , 
8. 65 (1H, d d , 3 = 4. 9 H z , J = 1 . 6Hz) , 8. 87 (1 
H, d, J = 1 . 7H z) 

m&M 17 0 

[3, 3' ] trt u V))/ 5 - ;i/ - # ; w-\~ ^ y^fHsm.-y^^^^^^ 

(lOOmg) (1ml) mmz.\ 2NIt (0. 5 ml) £ 

u^>-3--r;i/) tr u ffitttt (8 4mg) *nfro 

ESI -mas s ; m/z 17 2 (M (7 >;-#) +H + ) 
1 H — NMR (DMSO-d6) : 6 ; 7 . 9-8. 1 (3H, m) , 8. 
14 (1H, d, J = 2. 3Hz), 8. 50 (1H, d, J=l. 4Hz), 
8. 55 (1H, d, J = 8. 6Hz) , 8. 87 (1H, dd, J = 5. 
4Hz, 1. 4Hz) , 9. 16 (1H, d, J = l. 8Hz) 

mmm 171 

9 H-^;V^-V>- 1 —ti)l>#>M (0. 4 9 s) <DVkfc**-Vs (2m 
1) fcttfcM-Cttttsa-'frtfyjl' (0. 4ml) h^«©N, N-S?*^ 

H£T?«*U (5ml) tffcfln^ 9H-7^ 
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5 J - — Zi3-ym.*3-K (0. 5 3 g) ©^b^5=-P> (5ml) S 

mtz o °c-e v v v > (i. omi) tm?u >; vmm*MZ-tz 0 o°c-eii$ 
mmn&s sM^^^b^i/VT-^u (i o%) t 

gIS@*ltlitS#v ^^vrD^Vx-f^'^U 5- [ (9H 
4 9 2 g) £#feo 

APCI-mass ; 3 4 5 (m/z, [M + H] + ) 
NM.R (DMSO-d e , d) ; 3. 93 (3H, s), 4. 24 (2H, 
s ) , 7. 35-7. 44 ( 2 H , m) , 7 . 55-7. 6 6 ( 2 H , m) , 
7. 82 (1H, d, J = 7. 6Hz), 7. 99 (1H, d, J = 6. 4 
Hz) , 8. 16 (1H, d, J = 7. 2 Hz) , 8. 8 0- 8. 8 9 (2 

♦ 

H,m), 9. 17 (1H, d , J = 2. 4Hz), 10. 77 (1H, s) 

172 

5- [ ( 9 H - 7 > - 1 -p)V^-J]/) -T 7 ^] --=i^>^^ 

^l/j^T^l/ (0. 1 0 5 g) ;V (3ml) *«fct 

(0. 5 6ml) ^<D^«M^T6«MLfco IS 

1 (5 - t 3b;i/5j-;r:;i/-^V^> - 3--r;i/) - 

K (8 5mg) *mtco 
AP C I -ma s s ; 3 4 5 (m/z, [M + H] + ) 
NMR (DMSO-d 6 , d) ; 4. 23 (2H, s) , 4. 61 (2H, 
brs), 7. 35-7. 50 (2H, m), 7. 55-7. 67 (2H, 
m), 7. 80 (1H, d, J = 7. 6Hz), 7. 98 (1H, d, J = 
6. 7Hz), 8. 15 (1H, d, J=6. 8Hz), 8. 63-8. 6 
6 (1H, m), 8. 72 (1H, d, J = 1 . 8Hz), 9. 06 (1H, 
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d, J = 2. 4 Hz) , 10. 00 (1H, s) , 10. 68 (1H, s) 

mmm 1 

bU^Afcin^ 10 : lM^f l/>/y^^- ;VT-ttiBbfe (2HJ) o 
mp : 2 1 3 - 2 1 4°C 

IR(KBr) : 3 4 8 3, 3328, 1683, 1635cm -1 
MS : 3 3 0 (M+ 1) 

NMR (DMSO,(S) :3. 62 (2H, s), 6. 24(2H,br s), 
6. 52 (1H, d, J = 6. 9Hz), 7 . 09-7. 55 (llH,m), 
7.88-8. 01 (2H, m) , 10. 07 (1H, s) 

mp: 115-117 °C 

IE (KBr) : 1 6 7 2, 1 6 3 0 cm" 1 

MS : 3 4 2 (M+l) 

NMR (DMSO, 6) : 6. 45 (2H, br s) , 6. 60 (1H, 
d, J = 7. 2Hz), 6. 85 (1H, d, J = 15. 7Hz), 7. 2 
1-7. 71 (12H, m), 7. 93-8. 00 (2H, m), 10. 1 
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4 (1H, br s) 

(H 2 O) ! / 3 (EtOAc) 1/3 : C ; 7 4. 3 8, H ; 5. 
97, N; 11. 15 

fmm : C ; 7 4 . 44, H ; 6 . 0 0 , N; 10. 92 

3- (1 , 2-V*3-)\^( KW—fr-S -j))/) (9 4mgK 

^tl^^DD**^ (2. 5ml) cD^m^s ^T-l- [3- (S^^ 

7dk;v] - 3-x^;v:&;i/5j^-f 5 k • £ggjg (l 5 3mg) 

*SP^ 2BF*§. *#bfco ffiif^ (5 0ml) T*#3|RU Tfc ( 3 EU 

=&2 5mi) \ f&%immmj- b u ^^mm our #2 5 mi) „ 

(5 0ml) 7??5fe^U iSSvn^^fSlU ife3BU giSLfco 
iU ^Kp^Httffi-ftjbx (2E) -N-3- 

(l, 2 -s^^w $*V— 5-^;i/) 7x^-3- (2 -tuu 

7xz;i/) - F (1 5 lrng) §f& 0 

mp : 105-109 °C 
MS : 3 5 2 (M+ 1) 

NMR (DMSO, 6) : 2. 36 (3H, s) , 3. 56 (3H, s) , 
6. 86 ( 1 H , m) , 6. 90 (1H, d, J = 15. 7Hz), 7. 1 
5 (1H, d, J = 7. 7Hz), 7. 34-7. 7 0 (5H, m), 7. 
74-7. 8 5 (2H, m) , 7. 90 (1H, d, J=15. 7Hz) , 
10. 4 2 ( 1H, s) 



jfefl|4 
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3 fcHfifcfcUTx 3 - (1, 2, 4-h'J7^-;v-l-^;i/) ? 

-U>^5>. (2E) -N- 3 - (1,2, 4-h'J7^~;V-l--f;i/) 
7 x -;v- 3 - (2-^DD7x-J|/) - 2 -7DA>7^ b'&^^Co 
mp : 201-202 °C 
MS : 3 2 5 (M+ 1 ) 

NMR (DMSO, 6) :6. 91 (1H, d, J =15. 7Hz), 7. 
42-7. 84 (7H, m) , 7. 92 (1H, d, J=15. 7Hz) , 
8. 26 (1H, s ) , 8. 32 (1H, dd, J = 1 . 7Hz, 1. 7 H 
z ) , 9 . 2 8 ( 1 H , s ) , 10. 61 ( 1 H , b r s) 

mmm 5 

mmrns tm&tzvx, 3- ( 5 -t^u >^e>. (2E) 

-N-3- ( 5 - 1 'J 5 7ir;i/-3- (2-^no7x-;i/) - 

mp:193-194°C 
MS : 3 3 6 (M+ 1 ) 

NMR (DMSO, 6) :6. 93 (1H, d, J=15. 7Hz), 7. 
41-7. 62 (4H, m) , 7. 75-7. 85 (2H, m), 7. 92 
(1H, d, J = 1 5. 7Hz), 8. 10 (1H, s), 9. 10 (2H, 
s), 9. 22 (1H, s), 10. 52 (1H, s) 

mmms trnu^vT, 3-(i, 2-^*?-;w ;v-5 — ov) 

T— V (2E) -N-3- (1, 2 -SM*7Wf )l- 5 - 

^ 3i 3 - [2- (f'j7;Vtn^f/V) 7 ^ -2-7"d 

mp : 2 8 0- 2 8 1 °C 
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M S : 3 8 6 (7'J 1 ) 

NMR (DMSO, 6) : 2. 66 (3H, s), 3. 69 (3H, s) , 
7. 02 (1H, d, J=15. 4Hz) , 7. 26 (1H, d , J = 7. 
8Hz), 7. 55 (1H, t, J = 7. 8Hz), 7. 60-7. 98 (7 
H, m) , 8. 08 (1H, br s) , 10. 88 ( 1 H, s), 13. 

5 ( 1 h, b r s) 

mmm 7 

mrnm 3tHitbtv 3- (1, 2, 4- h U7y-;i/- 1 ->f 7 

(2E) -N-3- (1,2, 4- b UT\/— 1 --f;i/) 
7^-;i/- 3 - [2- ( h u 7;i/tn^f;i') 7x~M - 2 -7°D^>T 

mp: 190-191 °C 
MS : 3 8 1 (M + Na) 

NMR (DMSO, d) : 6. 92 (1H, d, J=15. 4Hz) , 7. 
48- 7. 75 (4H, m), 7. 76-8. 00 (4H, m) , 8. 26 
(1H, s), 8. 34 (1H, br s), 9. 29 (1H, s), 10. 

6 6 ( 1 H, s) 

mmm 8 

mMM3 tmffiKhX. 3 - ( 5 - t^U ^ T- U (2E) 

-N-3- (5-t'J^y-;V) 7xz ;i/-3- [2- (b'j7/VtD^f 

mp: 181-182 °C 
MS : 3 9 2 (M + Na) 

NMR (DMSO, 6) :6. 94 (1H, d, J=15. 3Hz) , 7. 
50-7. 96 (8H,m), 8. 12 (1H, s), 9. 10 (2H, s), 
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9. 22 (l'H, s) , 10. 57 (1H, s) 

mm 9 

nnms hmm^^-c, 3-7^-6 - 

tf'J^>fr£>. (2E) — N— [6- ( 2 3- 

vy- 3 ->r - 3 - [2 - ( HJ y)v*v*?-)\s) 7i^] 

mp: 2 14-2 16'C 
MS : 4 0 0 (M+ 1.) 

NMR (DMSO, d) : 2. 31 (3H, s) , 6. 87 (1H, d, J 
= 15. 4Hz), 7. 15 (1H, d, J = 8. 8Hz), 7. 30 (1 
H, d d, J = 8. 1Hz, 4. 7Hz), 7. 52 ( 1 H, dd, J = 8. 
1Hz, 1. 4Hz) , 7. 64 (1H, t, J = 7. 6Hz) , 7. 74 
-7. 94 (4H, m) , 8. 22 (1H, dd, J = 8. 8Hz, 2. 7 
Hz) , 8. 33 (1H, dd, J = 4. 7Hz, 1. 4Hz) , 8. 38 
(1H, d, J = 2. 6Hz) , 10. 55 (1H, br s) 

■ 

* * 

%mm 10 

HftU (3E) -N- [3- U £*V— /I/- 1 --r;W -4 

mp:130-133°C 
I R (7^3 — : 1 6 8 0 cm" 1 
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MS : 3 0 4 (M+ 1) 

NMR (DMSO, <5) :3. 20-3. 40 (2H, m) , 6. 35-6. 
55 ( 1 H, m) , 6. 58 (1H, d, J- 1 6 Hz) , 7 . 12 (1 H, 
s), 7 . 20-7. 60 (8H.ni), 7. 63 (1H, s ) , 7. 88 
(1H, br s), 8. 15(1 H, s), 10.27 (lfi, br s) 

mmm 11 

3 - ( i , 2 i H->r 5. 5 — ov) -5-* 

U> (9 5 nig) s (2E) -3 - (2-^DD7i-Jl/) -2-7° 
v<>n (9 6mg) N 1 - 1 h-0^>>; h U?V-;v (7 l.mg) , 
4-^^W^;^iJi;> (6 4mg) h^fb^b> (5ml) CD?i^ 

felt l-^jv- 3 - (3-^^f;i/7^7nif;v) ^ h* • m. 

do img) zm^-zmnTKLMS., w^ffctf-fc. kjs&s^ 

(2E) - 3- (2-^DD7iz^) -N- [3- (1, 2-V*9-)V- 
1 H--T $ 5 --f - 5 h^sy^jc - 2-y°u^> 

7$ h* (11 4mg) fc«*filSili:l/T»fco 
MS : 3 8 2 (M+ 1 ) 

NMR (DMSO, 6) : 2. 36 (3H, s), 3. 56 (3H, s), 
3. 80 (3H, s) , 6. 71 ( 1 H, br s), 6. 88 (1H, d, 
J=15. 6Hz), 6. 89 ( 1 H, s), 7. 31 ( 1 H, br s), 
7. 39 (1H, br s) , 7. 4-7. 5 (2H, m) , 7. 5-7. 
6 (1H, m) , 7. 7-7. 8 (1H, m), 7. 89 (1H, d, J = 
15. 6Hz) , 10. 40 (1H, br s) 



#6091 2 
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(2E) — N— [3-^OD-5 - (1, 2-^^-lH->f ^Vf- 

;b-5->f;i/) 7xx;H -3- (2-^dd7i-JV) -2-t*d^>t 

MS : 3 8 7 (M+ 1 ) 

NMR (D M b~o, 6) : 2. 36 (3H, s) , 3. 57 (3H, s) , 

6. 86 (1H, d, J=15. 7Hz), 6. 96 (1H, s), 7. 2 
2 (1H, br s) , 7. 4-7. 5 (2H, m) ,. 7. 5-7. 7 (1 
H, m) , 7 . 6 3 ( 1 H, b r s), 7. 7-7. 9 (lH.br s), 

7. 88 (1H, br s) , 7. 91 (1H, d, J = 15. 7Hz) , 
10. 60 (1H, br s) 

mmm 13 

(2E) — N — [3— [ [ (2-^PD-4-tfU^;V) T^^] ;>W1/] 

-3 - [2- ( b U 7)l<*u*^)\<) 7 ;H -2-7*a^> 

MS : 4 3 2 (M+ 1) 

NMR (DMSO-, 6) :4. 35 (2H, d, J = 5. 9Hz), 6. 5 
2 (1H, br s) , 6. 5-6. 6 (1H, m) , 6. 90 (1H, d, 
J=15. 4Hz), 7. 0 6.(1 H, d, J = 7. 6Hz), 7. 2-7. 
4 (1H, m) , 7. 5-7. 7 (4H, m) , 7. 7-8. 0 (5H,m), 
10. 37 (1H, br s) 

mmm 1 4 

S-*?)l"<>"JmrJ ^5*— r • 3£<b**lfc» (2 7 9mg) . (2 
E) — N— (3-7^7x^) -3- (2 h^>7ir;i/) -2- 
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7n^>7^ K ( 1 3 4mg) N (2ml) 2 Btffi! 

mmhfco MSl?^ai^s (50ml) (50ml) > 1 

NfrMlbi- h U >>A (2ml) ^iJQ^s Lfco Tka^m^b^^ 

U> (2 0ml) T-ffiffi (2®) bfco aiBSWtt flUB^^^A 

-N- [ 3 - (-f U^>^7^y) 7i-/^] - 3- (2-^ h^r^7 

- 2-7P^>7^ K (15 Omg) £fi6*£H£: tt§fc« 
mp 219-221 °C 
MS : 3 7 2 (M+ 1) 

NMR (DMSO, <?) :3. 89 (3H, s) , 6. 43 (2H,br s) , 
6. 59 (1H, d, J=6. 9Hz), 6. 88 (1H, d, J = 1 5. 
8Hz), 7. 02 (IE, dd, J = 7. 5Hz, 7. 5 Hz) , 7. 1 
0 (1H, d, J = 8. 1Hz) , 7. 2 0-7. 3 3 (2 H, m) , 7. 
35-7. 54 (5H,m), 7. 57 (1H, d, J = 7. 6Hz), 7. 
79 (1H, d, J=15. 8Hz), 7. 92-8. 04 (2H, m), 
10. 10 (Iff, s ) 

tt^jt + (H 2 O) o . 4 : C; 7 2. 9 6, H; 5. 80, N; 1 1. 1 
0 

mmm :C;72. 81, H;5. 93, N; 10. 98 

nmm 15 

N- [ [3 - ( l — f v^y vkts. y) ^^;i/3 >»tA7 5 
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mp 2 16-218 °C 

IR (7^3-;!/) : 3 3 6 0, 1 6 6 0 cm -1 
MS : 3 8 0 (M+ 1) 

NMR (DMSO, 6) : 4. 76 (2H, d, J = 5. 8Hz) , 6. 8 
0(1H, d, J=15. 7Hz),, 6. 90 (1H, d, J = 5. 6 Hz) , 
7. 26 (1H, dd, J = 7. 7Hz, 7. 7Hz) , 7. 40-7. 7 
4 (12H, m) , 7. 82 (1H, d, J = 5. 8Hz) , 8. 04 (1 
H, t, J = 5. 9Hz) , 8. 32 ( 1 H , d, J = 8. 1Hz) , 10. 
14 (1H, s) 

* 

mmm 1 6 

mmm 1 4 hmm^vxrmo^m^mco 

(2E) -N- [2 -y))/*U- 5 - [ ( 2 Am] 

7^ y ] - 3- (2-^DD7i-;i/) -2-7*D^>^^ K 

mp 215-216 °C 
MS : 4 0 0 (M+ 1) 

NMR (DMSO, d) :6. 49 (2H, s), 6. 54-6. 65 (1 
H, s) , 7. 08-7. 25 (3H, m) , 7. 38-7. 79 (7H, 
m) , 7. 87 (1H, d, J=15. 7 Hz), 9. 98 (1H, s) 

ffl-JMI : C; 6 0. 07, H; 3. 78, N; 10. 51 
$3Mt : C; 5 9. 9 8, H; 3. 57, N; 10. 4 2 

mmm 1 1 

mum 1 4 fcBHUfc \s-crm<Dih'&m*ntzo 

(2E) — n — [2 -^;i/^-D- 5 - (-r s. y 5 ^) ? 

-3- (2-2UU7 - 2 -7D^>7^ K 
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mp 189-191 °C 
MS : 3 9 4 (M+ 1) 

NMR ( CD C 1 3 , 6) : 6. 4-6. 7 (3H, m), 7. 14-7. 
29 (2H, m) , 7. 40-7. 61 (6H, m) , 7. 69-8. 00 
(5H, m) , 9. 9 9 (1H, s) 

ffi-JHfi + (H 2 O) 0 . a : C; 66. 18, H; 4. 44, N; 10. 5 
2 

:C;66. 21,.H;4. 16, N; 10. 39 

mnm is 

(2E) — N— [5 - [ [ (5-^DD-2-^h^>7xr;v) (-f ^) 

-2-7MD7x^l/] -3- (2-^OD7i-/l/) 

mp 229-230 °C 
MS : 4 5 8 (M+ 1) 

NMR (C'DCl, , 6) : 3. 93 (3H, s), 5. 70 (2H, s) , 
6. 59 ( 1 H , d , J = 1 5 . 5Hz), 6. 67-6. 75 (lH,m), 
6. 92 (1H, d, J = 8. 9Hz), 7. 11 (1H, dd, J = 10. 
7Hz, 8. 6Hz), 7. 26-7. 47 (4H, m) , 7. 5 3 (1H, 
s), 7. 61-7. 69 (1H, m) , 8. 05-8. 21 (3H, m) 

ft#NS+ (H 2 0) o . 2 : C ; 6 0. 2 8, H ; 3. 9 6, N ; 9 . 17 
MMU : C; 6 0. 3 7, H; 3. 76, N; 9. 14 



mm IB 
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(2E) — N — [3- [N 1 - (1, 3-tWfry-^-6->f^) 7 

-3- (2-^DD7x-JV) - 2 -7*D^>T^ F 

mp: 140-142 °C 
MS : 4 3 3 (M+ 1) 

NMR (DMSO, <J) : 6 . 48 (2H, br s) , 6. 91 (1H, 
d, J = 15. 6 H z ) , 7 . 05 (1H, d , . J = 8 . 6Hz) , 7 . 4 
1-8. 0 3 (10H,m) ,8. 3 0 ( 1H, s) , 9 . 18 (1 H, s) , 
10. 48 (1H, s) 

(H a 0) 1 / 3 (CH 3 OH) x : C ; 6 1 . 2 0, H ; 4. 6 
4, N ; 1 1 . 9 0 

mmm :C;61. ll, H;4. 47, Nj 11. 91 

mmm2 o 

(2E) -N- [3- [N 1 — [4- (1, 3-W-;i/-4->f;V) 7 

7x-;p] -3- (2-^DD7xnjb) -2-7°D^ 

>7S I* 

mp : 1 7 9 - 1 8 0°C 
MS : 4 5 9 (M+ 1) 

NMR (DMSO, 5) :6. 40 (2H, br s), 6. 85-6. 9 
9 (3H.ni), 7. 38-7. 70 (5H, m) , 7. 74-8. 06 (6 
H, m), 8. 29 (1H, s), 9. 18 (1H, d, J = l. 9Hz), 
10. 4 7 ( 1 H, s) 

+ (H 2 O) , . 25 :C;62. 3 6, H;4. 5 0, N ; 11. 
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6 4 

:C;6 2. 3 6, H;4. 52, N; 11. 36 

mmm 2 1 

(2E) — N— [3- [N 1 - [4- (1H-K7^-1^^) 7 s. 
7vy;] 7i^] -3- (2-^PD7i-Jl/) 

mp:117-119°C 
MS : 4 4 2 (M+ 1) 

i 

NMR (DMSO, (?) : 6. 41 (2H, br s) , 6. 51 (1H, 
s ) , 6. 85-7. 00 ( 3 H , s ) , 7. 35 -7. 95 ( 1 1 H , m) , 
8. 29 (1H, s), 8. 41 (1H, s), 10. 47 (1H, s) 

mmm+ (H 2 0) x . ! :C; 6 5. 0 3, H; 4. 8 5, N ; 15. 1. 
7 

:C; 6 4. 8 2, H; 4. 81, N; 15. 10 

nnm 22 

(2E) -N- [3- [N 1 - [4- (1, 3-^-9-\/-;i/-5-^;i/) 

7vy;] 7xrM - 3- ( 2 -7DD7x"jV) -2-^D 
h*mp : 115-117 °C 
MS : 4 4 3 (M+ 1) 

NMR (DMSO, d) : 6. 46 (2H, br s) , 6. 90 (1H, 
d, J=15. 6Hz), 6. 94 (2H, m), 7. 41-7. 95 (1 
1H, m), 8. 28 (1H, s) 8. 38 (1H, s), 10. 46 (1 
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H, S) 

SW<t+ (H 2 O) 0 . 8 (CH 3 OH) a :C; 63. 81, H; 5.0 
7 , N ; 11. 4 5 

mmm :C; 63. 81, H;4. 83, N; 11.51 
gflEftl 2 3 

(2E) -N- [3-^nn-5 - [ [ ( 5 -7;i/^-D- 2 Y*cis7 
-fr) (-f £y) j>W1/] T^y] -3 - (2-!?DD7i-;V) 

mp : 2 3 8- 2 3 9 C C 

MS: 4 5 8, 4 6 0 (M+ 1 , CI PJ{£ifc) 

NMR (CD C 1 8 , <5) : 3 . 92 (3 H, s) , 5. 78 (2H, br 
s), 6. 53 (1H, d, J = 15. 5Hz), 6. 78 (1H, s), 
6. 9 3 (1H, dd, J = 9. OHz, 4. 2Hz) , 7. 02-7. 1 
9 ( 2 H , m) , 7. 24-7. 55 ( 5 H , m) , 7. 5 5- 7. 65 (1 
H, m), 7. 92 (1H, dd, J = 7. 7Hz, 3. 5Hz), 8. 1 
3(lH,d,J=15.5Hz) 

SUMI + (H 2 0) 0 . 4 :C;59. 3 4, H; 4. 07, N;9. 03 
mmm :C; 5 9. 3 2, H; 4. 12, N; 8. 75 

mmm 2 4 

(2E) — N— [3-?DD-5 - [ C (5-^DU-2-^h^>7ir: 

7*$^] 7ixM -3 - (2-7DD7ir;i/)' 
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mp:226-228°C 

MS : 4 7 4, 476 (M+ 1 , C 1 ISlflttiO 

NMR (CDC1 3 , 6) : 3. 93 (3H, s) , 5. 72 (2H, br 
s), 6. 53 (1H, d, J=15. 6Hz), 6. 79 (1H, s) , 
6. 93 (1H, d, J = 9. 0Hz), 7. 08 (1H, s) , 7. 22 
-7. 46 (6H, m) , 7. 58-7. 7 0 (1 H, m) , 8. 14 (1 
H, d, J=15. 6Hz), 8.17 (1H, s) 

.fMMI :C; 58. 19, H; 3. 82, N; 8. 85 



mm : C; 5 8. 2 0, H; 3. 73, N; 8. 78 

mmm 2 5 

mmm 1 4 ^mm^^xymo^m^ntzo 

(2E) — N — [3- [N 1 - (4-^ h*^>7xr;v) T 7 

- 3- (2-^Dn7i-;v) - 2-7n^>7^l ? 

mp : 1 2 9 - 1 3 1°C 
MS : 4 0 6 (M+ 1) 

NMR (DMSO, 6) :3. 74 (3H, s), 6. 19 (2H, s), 
6. 75-6. 96 (5 H, m), 7. 3 5-7. 50(3 H, m), 7. 
5 3-7. 6 5 (2H, m) , 7. 7 4-7. 8 0 (1H, m) , 7. 84 
-7. 95 (2H,m), 8. 26 (1H, s), 10. 45 (1H, s) 

(H 2 O) o . 2 s : C ; 6 7. 3 2 , H ; 5 . 0 3 , N ; 1 0 . 

2 4 

f£8!Htt :C; 6 7. 0 0, H;4. 97, N; 10. 24 
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mmm 2 6 

(2E) — N — [3- [N 1 - [4- (l-^^;V-lH-^^^;-;V- 

4 — (Ji) y *-;\,~\ 7vy;] 7x^;i/] -3- (2-^nD7 ^ 

mp: 142-146 °C 
MS : 4 5 6 (M + 1) 

NMR (DM SO, 6) : 3. 6 8 (3H, s) ,6.30(2H,br s), 
6. 80-7. 01 (3H, m) , 7. 35-7. 81 (1 OH, m) , 7. 
83-7. 99 ( 2 H , m) , 8. 2 6 (1H, s ) , 10. 47 (1H, 
s) 

mWfe+ (H 2 0) ! . 75 : C ; 6 4. 0 6, H; 5. 27, N; 14. 
3 7 

mmm :C; 6 3. 9 9, H; 5. 28, N; 14. 16 

nmm 21 

N- [3- [-r (4--fv7Dt;i/7-'j;) 71^] -2 

mp: 112-118 °C 
MS : 4 1 8 (M+ 1 ) 

NMR (DMSO, 6) : 1. 21 (6H, d , J = 6. 9Hz) , 2. 8 
7 (1H, septet, J=6. 9Hz) , 6. 40 (2H, br s) , 

6. 81-6. 98 (3H,m), 7. 20 (2H, d, J = 8. 1Hz), 

7. 38-7. 49 ( 3 H , m) , 7. 52-7. 66 ( 2 H , m) , 7. 
73-7. 80 (lH.a), 7. 82-7. 99 (2H, m), 8. 2 5 



WO 01/68585 



PCT/JPOl/01993 



119 

( 1 H, s) , 10. 4 7 ( 1 H, s) 

(H 2 O) 0 . 7 : C ; 6 9 . 7 4, H; 5. 95, N;9. 76 
mWM. :C; 6 9. 7 6, H; 6. 01, N; 9. 66 

♦ 

mmm 2 8 

(2E) -N- [3- [N 1 - (4-^V-4H-^D^>-6-^f;i/) 
7 ^ is 7i-M -3- (2-^007ir;v) - 2 -7D^>?5 h* 
mp:151-156°C 
MS : 4 4 4 (M+ 1 ) 

NMR (DMSO, d) :6. 31 (1H, d, J = 6. 0Hz), 6. 6 
0 (2H, br s) , 6. 81-6. 99 ( 2 H, m) , 7. 20-8. 
00 (lOH.m), 8. 20-8. 39 ( 2 H , m) , 10. 48 (1H, 
s) 

ffJHg + (H a O) ! . 3 (E t 2 O) o . i :C;64. 2 6, H;4. 
5 8, N ; 8. 8 5 

HiM : C ; 6 4. 25, H;4. 47, N;8. 58 

mmm 2 9 

(2E) -N- [3-^7DD-5 - [ [ (5-^DD-2-^h^i/7iz 

A) US/) p^I/] 7*-)V] -3 - [2- (hU7^D^ 

7ir;H - 2 -7D^>?; h* 

mp : 227-229 °C 

MS: 508, 510 (M+ 1 , C 1 mtiLfo) 
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NMR (CDC1 3 , 6) : 3. 93 (3H, s) , 5. 69 (2H, s) , 
6. 48 (1H, d, J=14. 8Hz) , 6. 79 (1H, s) , 6. 9 
3 (1H, d, J = 8. 8Hz), 7. 09 (1H, s) , 7. 26-7. 
78 (7H, m) , 8. 07-8. 18 (2H, m) 

m^-U :C;56. 71, H;3. 57, N;8. 27 
mniM. : C; 5 6. 3 6, H; 3. 58, N; 8 . 18 

mmm s o 

(2E) -N- [3-^DD-5- [ [ (5-7;i/tD-2-^ b^>7i 

U^y) y^-jvl - 3- [2- ( h u 7;wd 

mp : 2 1 3-2 14°C 

MS : 4 9 2, 494 (M+ 1, CI HUffitiO 

NMR (CD C l a , 6) :3. 92 (3H, s) , 5. 79 (2H, br 
s), 6. 48 (1H, d, J = 15. 3Hz), 6. 78 (1H, s), 
6. 93 (1H, dd, J = 9. 1Hz, 4. 3Hz), 7. 0 2-7. 1 
9 (2H,m), 7. 3 9- 7. 63 (4H,m), 7. 69-7. 77 (2 
H, m), 7. 89-7. 99 ( 1 H, m) , 8. 05-8. 19 (1H, 
m) 

* 

WrWM+ (H 2 0) 1/2 ( C H 3 OH) j : C ; 5 6. 34,H;4. 3 
5, N ; 7. 8 8 

mmm : C; 5 6. 26, H;4. 28, N;7. 85 

m mm 3 1 
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(2E) — N— [ 3 - ^dd - 5 — (>f ^ y^>i?;v^^ J ) 7i^;i/] - 

3- (2-?DD7x"jV) -2-7"D^>?^ F 

mp: 105-1 15*0 
MS : 4 1 0 (M+ 1) 

NMR (DMSO, 6) : 6 . 58 (3 H, br s) , 6. 86 (1H, 
d, J=15. 7Hz), 7. 02 (1H, s) , 7. 37-7. 64 (7 
H, m), 7. 71-8. 05 ( 4 H , m) , 10. 38 (1H, br s) 

m&m + (H 2 O) 0 . 2 :C; 6 3. 84,H;4. 24, N; 10. 1 
5 

: C ; 6 3 . 8 4 , H ; 4 . 0 6, N; 10. 0 8 

nnm 3 2 

(2E) — N— [3-MJ7;^D^^-5 - [ [-f^y (2-^oi^;i/) 
tf-jV] T^y] 7 -3- (2-^OD7x^;V) - 2 -7D^> 

mp 206-208 °C 
MS : 4 5 0 (M+ 1) 

NMR (DMSO, 6) :6. 74 (2H, br s), 6. 83-6. 9 
2 (2H, m) , 7. 12 (1H, dd, J = 3. 7Hz, 3. 7Hz) , 
7. 34 (1H, s), 7. 41-7. 51 (2H, m), 7. 5 2-7. 
63 (1H, m) , 7. 65 (1H, d, J = 4. 7Hz), 7. 75-7. 
9 9 (4H, m) , 1 0. 5 4 ( 1 H, s) 

(CH 3 OH) 0 . 6 (H 2 O) 0 .s :C;54.37,H;3. 
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8 2, N ; 8 . 85 
;li:C;5 4. 0 8,H;3. 71,N;8. 56 



E jfctt 3 3 

(2E) -N- [3-^U-5- [ [>f ^ <2-W*) * 
7xr)H -3- (2-^DD7x^) - 2-^>7U- 

mpl 2 3- 1 2 4°C 
MS: 416 (M+ 1) 

NMR (DMSO, 5) : 6. 5 9 (1H, dd, J = L 8Hz, 1. 8 
Hz) , 6. 67 (2H, br s) , 6. 86 (1H, d, J=15. 6 
Hz) , 7. 03 (1H, s) , 7. 11 (1H, dd, J = 5. 0Hz, 
3. 7 H z ) , 7. 41-7. 49 (2H, m) , 7. 5 2-7. 6 7 (3 
H, m) , 7. 7 2-7. 8 1 (2H, m) , 7. 8 9 (1H, d, J - 

15. 7Hz) ,10.38 (1H, s) 

**tf + '(H, O) 0 . . :C; 5 5. 5 4,H;3. 91,N;9. 71 
;**:C; 5 5. 5 4, H; 4. 02, N; 9. 50 



•B^3 4 

(2E) — N — [3-^n-5-[ [-f^ (2-*x=*> T 

_ 3 _ [ 2 - (hU7**P**-*> -2-7* 

mp: 1 7 8- 1 7 9°C 
MS : 4 5 0 (M+ 1) 

NMR (DMSO, <S) : 6. 6 0 (1H, dd, J = l. 7 Hz, 1. 7 
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Hz) , 6. 68 (2H, br s) , 6. 87 (1H, d, J=15. 4 
Hz), 7. 03 (1H, s), 7. 11 (1H, dd, J = 4. 9Hz, 
J = 3. 8 Hz) , 7. 75-7. 70 (3H, m) , 7- 71-7. 95 
(5H, m) , 10. 44 (1H, s) 

tfJIff :C; 56. 07, H; 3. 36, N; 9. 34 
Wim :C; 5 5. 7 6 , H; 3. 52, N; 9. 20 

■ 

mmm 35 

(2E) -N- [3-* DO- 5 - (^^'O^VT^) 7*— JV] - 
3- [2- ( h U y)]y^ru^^)\y) -2-TD^>T=- b* 

mp:137-139°C 
MS : 4 4 4 (M+ 1) 

NMR (DMSO, 6) :6. 76 (3H, br s), 6. 87 (1H, 
d, J=15. 3Hz), 7. 02 (1H, s), 7. 41-7. 69 (5 
H, m) , 7. 7 2 -7. 9 5 (6H, m) , 10. 42 ( 1 H, s) 

+ (H 2 O) i :C59. 8 1 , H ; 4 . 15, N; 9. 10 
:C59. 92, H;3. 99, N; 8. 89 

mMMS 6 

(2E) — N — [3-5/7^-5- (^y-^S^T^) 7x^] - 
3- [2- (h'n/l/^n^^) 7x-^] - 2 - 7°o^>7^ K 
mp: 181-182 °C 
MS : 4 3 5 (M + 1 ) 
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NMR (DMSO, <5) :6. 69 (2H, br s) , 6. 88 (1H, 
d, J=15. 3Hz) , 6. 96 (1H, s) , 7. 3 4-7. 5 8 (4 
H, in), 7. 64 (1H, t, J = 7. 6Hz), 7. 76-8. 0 3 (7 
H, m) , 1 0 . 5 9 ( 1 H, s) . 

mx&m 37 

N — [3- (-f z S V *7 5. /) 7oc-;i/] - 3- (7i^;V) -2- 

i 

mp : 1 5 6- 1 5 8"C 
MS : 3 5 6 (M+ 1) 

NMR (DMSO, <5) : 2. 11 (3H, s),-6. 27 (2H, s), 
6. 5 7 (1H, d, J = 7. 7Hz), 7. 21-7. 58 (12H,m), 
7.91-8. 03 (2H, m) , 9. 84 (1H, s) 

(H 2 O) t / 4 : C ; 7 6. , H ; 6. 0 2, N ; 1 1. 6 7 
:C;7 6. 7 5, H; 5. 88, N; 11. 52 

mmm 3 8 

(2E) — N— [3- (-f 'U'OW^) "7 ^— -3- (4-^ 

fjV7i-;v) - 2 -7°n^>r 3. h* 

mp : 147-149 °C 
MS : 3 5 6 (M + 1) 

NMR (DMSO, 6) : 2. 34 (3H, s) , 6. 36 (2H, s) , 
6. 58 (1H, d, J = 7. 7Hz) , 6. 79 (1H, d, J=15. 
7Hz), 7. 2 0-7. 60 (llH.m), 7. 89-8. 02 (2H, 
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m) , 10. 08 (1H, s) 

(H 2 O) l / 4 : C ; 7 6. 7 5, H ; 6. 0 2, N ; 1 1. 6 

7 

:C;7 6. 7 9, H; 5. 80, N; 11. 71 



(2E) — N — [3- U ^JsOiSJlTKS) 7 - 3- (3-^ 

mp : 1 7 9 - 1 8 0°C 
MS : 3 5 6 (M + 1 ) 

NMR (DMSO, 6) :2. 35 (3H, s) , 6. 29 (2H, s) , 
6. 56 (1H, d 5 J = 7. 4 Hz) , 6. 83 (1H, d , J=15. 
6 Hz) , 7. 21-7. 59 (HH,m), 7. 93-8. 01 (2H, 
m) , 10. 09 (1H, s) 

■ 

§tnm+ (H 2 O) 4 / 5 : C ; 6 7. 5 2, H;5. 3 8, N ; 9. 9 2 
mmm :C;67. 61, H; 5. 27, N; 10. 08 



(2E) -N- [3- (-f^'ow^;) 7 -3- (2-^ 

mp : 1 0 9 - 1 1 4 e C 
MS : 3 5 6 (M+ 1) 

NMR (DMSO, 6) : 2. 41 (3H, s) , 6. 29 (2H, s) , 



MM 3 9 



MM 4 0 
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6. 5 7 (1H, d, J = 7. 5Hz) , 6. 75 (1H, d, J = 15. 
6Hz) , 7. 19-7. 5 0 (9H, m) , 7. 56-7. 6 1 (1H, 
m), 7. 80 (1H, d, J=15. 6Hz), 7. 93-8. 01(2 
H, m) , 10. 13 (1H, s) 

(H 2 O) 5 , 4 : C j 7 3. 0 9, H ; 6. 2 7, N ; 1 1. 1 

2 

£g$M :C; 73. 17, H;6. .30, N; 10. 80 

(2E) — N — [5- [ [ ( 5 -7)V*U- 2 h*S/7a:— JlO (-T 5. 
y) T^V] 7xr;v] - 3- (2-b'J7MQ^f;V) -2- 

mp: 220-221 °C 
MS : 4 5 8 (M+ 1) 

NMR (DMSO, 6) :3. 86 (3H, s), 6. 26 (2H, s) , 

6. 58 (1H, d, J = 7. 2Hz), 6. 79-7. 42 (6H, m) , 

7. 58-7. 70 (2H, m) , 7. 76-7. 98 (4H,m), 10. 
2 7 ( 1 H, s) 

tf-JMft :C; 6 3. 0 2, H; 4. 19, N; 9. 19 
:C;62. 80, H;4. 07, N;9. 09 

Hi£0!] 4 2 

^*S0|J 1 4 tH^CbTTIBO^b^^^fco 

(2E) -N- [3- [N 1 - T^S^] -3- (2 
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mp : 8 2 - 8 4°C 
MS : 3 7 6 (M+ 1) 

NMR (DMSO, 6) : 6. 23 (2H, s) , 6. 8 3-7. 0 3 (4 
H, m) , 7. 2 7-7. 4 9 (5H, m) , 7. 5 3-7. 6 6 (2H, 
m) , 7. 74-7. 95 ( 3 H , m) , 8. 27 (1H, s), 10. 4 
6 ( 1 H, s) . 

tUMI + (H a O) 1 . 75 : C ; 6 4. 8 6, H; 5. 32, N; 10. 
3 1 

: C; 6 4. 7 8, H; 5. 3 1, N; 10. 2 9 

mmm 4 3 

n- [3- [ [ 1 -t^-fr- m-^oxj kw—*- 2-4 )i) r^y] 

7I-/1/] -3- (2-^DD7i-/l/) -2-7n^>?5h* 
mp : 188-19 1°C 
MS : 4 1 7 (M+ 1) 

NMR (DMSO, 6) :3. 56 (3H, s), 4. 59 (2H, d, J 
= 5. 9Hz), 6. 88 (1H, d, J=15. 7Hz), 6. 90-7. 
00 (2H, m) , 7. 08-7. 21 (3H, m) , 7. 24-7. 39 
(2H, m), 7. 40-7. 48 (2H, m), 7. 50-7. 60 (1 
H, m) , 7. 6 2-7. 7 9 (3H, m) , 7. 86 (1H, d, J=l 
5. 7Hz) , 10. 2 9 (1H, s) 

(H 2 O) 0 . 33 :C;68. 18, H; 5. 34, N; 12. 

5 5 
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mm :C; 68.04, H; 5.26, N; 12. 53 
mMM 4 4 

n— [6 — [ (2— try VK* t$;1 - 3 - sw] - 3 - ( 2 

mp : 1 6 4 - 1 6 5°C 
MS : 3 6 5 (M+ 1) 

NMR (DM SO, <5) : 4. 5 5 (2H, d , J = 6. 0 Hz) , 6. 5 
9 (1H, d, J = 8. 9Hz), 6. 82 (1H, d, J=15. 6Hz), 
7. 08 (1H, t, J = 5. 8Hz), 7. 19-7. 35 (2H, m), 

7. 39-7. 46 (2H, m) , 7. 51-7. 59 (1H, m) , 7. 
65-7. 76 (3H, m), 7. 82 (1H, d, J = l 5. 6Hz), 

8. 2 3 (1 H, d, J = 2. 5Hz), 8. 51 (1H, d, J = 4. 4 
Hz) , 1 0. 0 6 (1H, s) 

ff-#£ :C; 6 5. 8 4, H;4. 70, N; 15. 36 
:C; 6 5. 9 2, H; 4. 68, N; 15. 27 

mmm 4 5 

n- [6- [ (2^^;i/-3-if';y;v) -3-^u^;v] -3 

mp: 1 8 7 - 1 8 9°C 
MS : 3 6 6 (M+ 1) 

NMR (DM SO, 6) :2. 31 (3H, s) , 6. 86 (1H, d, J 
= 15. 7Hz), 7. 15 (1H, d, J = 8. 8Hz), 7. 30 (1 
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H, dd, J = 8. lHz,4.7Hz),7.41-7.60(4H,m), 

7. 74-7. 81 ( 1 H , m) , 7. 89 (1H, d , J=15. 7Hz), 

8. 22 (1H, dd, J = 8. 8Hz, 2. 7Hz), 8. 33 (1H, 
dd, J = 4 . 6Hz, J = 1 . 3Hz) , 8. 38 (1H, d , J = 2. 
6Hz) , 10. 50 (1H, s) 

ft&m :C; 6 5. 6 7, H; 4. 41, N; 11. 49 
mmm :C; 6 5. 4 3, H; 4. 42,N; 11. 37 

mmm 4 6 

(2E) -N- [3- (>f SLSsOVJVTK S) 7 - 3 - [2 - ( b 

mp : 8 2 - 8 4°C 
MS : 410 (M+ 1) 

NMR (DM SO, 6) : 6. 30 (2H, br s), 6. 59 (1H, 
d, J = 7. 6Hz), 6. 91 (1H, d, J = 15. 3Hz), 7. 1 
8-7. 50 (6H, m), 7. 63 (1H, dd, J = 7. 4Hz, 7. 
4Hz), 7. 71-8. 03 (6H, m) , 10. 26 (1H, s) 

+ ( H 2 O ) o . 7 :C;65. 46,H;4. 63, N; 9. 96 
: C; 6 5. 47, H;4. 60, N;9. 86 

mmm 4 7 

mmMl 4 iilH^l^bTTfB^^tJ^^feo 

(2E) — N— [3- (>f 7*-M -3- (4-* 
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mp : 1 0 9 - 1 1 0°C 
MS : 3 7 6 (M+ 1) 

NMR (DMSO, 6) : 6 . 29 (2H, br s) , 6. 56 (1H, 
d, J = 7. 5Hz), 6. 84 (1H, d, J=15. 7Hz) , 7. 1 
9-7. 57 (8H, m) , 7. 59-7. 71 (3H, m) , 7. 90- 
8. 03 (2H, m) , 10. 14 (1H, s) 

(CH 3 OH) ! :C; 6 7. 6 2, H; 5. 44, N;10. 3 0 
mmm : C ; 6 7 . 5 4 , H ; 5 . 3 9 , N ; 1 0 . 2 4 

mmm 4 8 

(2E) -N- [3- (>f ^ y^>yJV7 ^ J ) 7 -3- (3-p< 

m p : 1 4 8 - 1 4 9 °C 
MS : 3 7 2 (M+ 1) 

NMR (DMSO, 6) :3. 81 (3H, s), 6. 44(2H,br s), 
6. 60 (1H, d, J = 7. 1Hz) , 6. 84 (1H, d, J = 15. 
7Hz), 6. 98 (1H, d, J = 9. 1Hz) , 7. 16-7. 4 9 (9 
H, m) , 7. 54 (1H, d, J=15. 7Hz), 7. 90-8. 02 
(2H, m) , 10. 13 ( 1H, s) 

+ (Et 2 O) o . 5 (H 2 O) o . 2 : C ; 7 2. 8 6, H; 6. 
46, N; 10. 20 

^miM :C; 7 2. 6 6, H; 6. 12, N; 10. 55 



MM4 9 
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n_ [3- [ [>r ^ ( i 1 H--f > 5 - >f JV) 

mp;143-148°C 
MS : 3 9 5 (M + 1) 

NMR (DM SO, <S):3.83(3H, s),6.5 3(2H,br s) , 

6. 64 (2H, br s) , 6 . 8 5 ( 1 H, d, J = 1 5 . 5 H z) , 

7. 2 2 -7 . 5 9 (9H, m) , 7. 6 0 -7. 7 0 ( 2 H , m) , 7. 
8 5 (1H, br s) , 8. 1 9 (1H, s) , 1 0. 1 5 (1H, s) 

|t*«+ (H 2 O) o . » : C ; 7 3. 1 1, H ; 5. 8 4, N ; 1 3. 6 
4 

mmm :C; 7 3. 0 9, H; 5. 73, N; 13. 37 

mM®\ 5 0 

N- [3- [ (2-*M U ^ y ) -3 - (2-# 

mp : 170-17 1°C 

MS : 414, 416 (M+ 1 , CI PHfcffc) 

NMR (DMSO, 6) :4. 65 (2H, d , J = 5. 7Hz) , 6. 8 
4 (1H, d, J = 8. 9Hz) , 6. 88 (1H, d, J=15. 7Hz), 

7. 05-7. 21 (2H, m) , 7. 30 (1H, dd, J = 8. 0Hz, 

8. 0Hz), 7. 35-7. 93 (1 2H.ni), 10. 28 (1H, s) 

m*m+ (H, O) o . 2 : C ; 7 1. 9 2, H ; 4. 9 2, N; 10. 0 
6 
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mm : C ; 7 1 . 91, H;4. 8 2, N;9. 99 
1 

N- [3- [ [ [4- {ytf-frrx; ) u ^y) ^^;v] r 

mp: 2 2 5 - 2 2 7°C 
MS: 3 8 5 (M+ 1) . 

NMR (DMSO, 6) : 2. 9 8 (6H, s) , 6. 3 9 (2H, br s) , 
6. 60 (1H, d, J = 7Hz) , 6. 73 (2H, d, J = 8. 9Hz), 

6. 85 (1H, d, J=15. 6Hz), 7. 20-7. 70 (9H,m), 

7. 81 (2H, d, J = 8. 4Hz) , 10. 13 (1H, s) 

ftjf<ill+ (H 2 O) 3/4 :C;7 2. 4 3, H;6. 4 6, N; 14. 0 
8 

:C;72.54, 6. 2 4, N; 14. 00 
gMM 5 2 

(2E) — N — [5- [ [ (4^) ^ 

y] - 2-7;i/tD7i-;i/] >>>i-&TK K 

mp: 105-110 °C 
MS : 3 5 6 (M+ 1) 

NMR (DMSO, 8) :2. 38 (3H, s), 6. 65 (2H, m), 
6. 85 (1H, d, J = 15. 7Hz), 7. 22-7. 84(14 H, 
m) , 1 0. 1 8 ( 1 H, s) 
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M+ (H 2 0) x . 2 6 : C; 7 3. 0 9 ) H; 6. 2 7, N ; 11. 
12 

mm :C;7 3. 1 4, 5. 9 7, N;10. 84 



'MM 5 3 

(2E) — N — [3- (-f 5. S s<> ))/7 J) 7xr;b] -3 - (3-^ 

DD7J-/1/) - 2- rDA>7U* 

mp : 2 6 0 - 2 6 2 °C 
MS : 3 7 6 (7 'J— # + 1 ) 

NMR (DMSO, 6) : 6. 98 (1H, d, J=15. 8Hz), 7. 
18 (1H, d, J = 7. 1Hz) , 7. 4 5-7. 84 (10H, m) , 
7. 90-8. 01 (3H, m) , 9. 1 1(1 H, br s), 9. 81 
(lH.br s), 10. 70 (1H, s), 11. 51 (lH.br s) 

fUf ft :C; 6 4. 0 9, H; 4. 64, N; 10. 19 
: C ; 6 3. 7 4, 4. 5 6, N; 10. 06 



mMM 5 4 

(2E) -N- [3- (>t S.S'OVfrTKS) 7i-JH -3- (2-^ 
DD7ir;i/) - 2 -7°D^>7' S. K 
mp: 262-264 °C 
MS : 3 7 6 (7 V 1) 

NMR (DMSO, <5) : 7. 01 (1H, d, J=15. 7Hz), 7. 
22 (1H, d, J = 7. 1Hz), 7. 39-8. 01 (13H, m), 
9. 13 (1H, br s) , 9. 82 (1H, br s) ,10.81 (1 
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H, s) , 11, 55 (1H, br s) 

m&m+ (H 2 0) o . i : C ; 6 3. 8 1, H ; 4. 67, N; 10. 1 
5 

:C ; 63. 64/4. 57, N; 10. 05 

mum 5 5 

nnm 1 4 ^mm^^xymcD^mtntco 

(2E) — N — [3- [N 1 - (2-7JWD7x^JV) 7 

- 3 - (2 - ^DD7i-;i/) - 2 -7°D^>7*^ K • 
mp : 1 7 8 - 1 8 0 6 C 
MS : 3 9 4 (7 U— fc+ 1) 

NMR (DMSO, d) :7. 02 (1H, d, J = 15. 6Hz) , 7. 
31-7. 71 ( 9 H , m) , 7. 73-7. 81 ( 1 H , m) , 7. 95 
-8. 0 3 (2H, m) , 8. 43 (1H, s) , 9. 21 (1H, s) , 
10. 05 (1H, s), 10. 95 (1H, s), 11. 60 (1H, s) 

mnm 5 6 

(2E) — N — 5 - C [-f^7 ( 3 T 

>;] - 3- (2 - (bV7;vto^^) -2-r 

mp: 121-12 3°C 
MS : 4 5 0 (M+ 1) 

NMR (DMSO, 6) : 6. 48 (2H, s) , 6. 57 (1H, s) , 
6. 87 (1H, d, J=15. 4Hz), 6. 99 (1H, s), 7. 5 
0-7. 70 (4H.ni), 7. 73-7. 96 (4H, m) , 8. 14 (1 
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H, s) , 10. 41 (1H, s). 

(2E) — N— [3 - [N 1 - 7^i?/] 37oi-;i/] - 3- (2 

-^DD7ir;i/) -2-7"D^>r^h* 
mp : 2 1 8-2 2 0'C 

* 

MS : 3 7 6 (M+ 1) 

NMR (DMSO, 5) :6. 19 (2H, s) , 6. 81-7. 05 (4 
H,m), 7. 31 ( 2 H, t 5 J = 7. 6 H z) , 7. 4 1- 7. 63 (3 
H, m) , 7. 70-8. 04 (6H, m) , 10. 50 (1H, s) 

mnm 5 8 . 
mmm 1 4 hmm^xrmoih^^n^o 

N- [3- (lH-^>i?^^;-;i/-2-^;i/) 7 - 3- (2- 

^DB7iz;v) - 2 -7D^>7^ K 

mp : 1 5 2 - 1 5 4°C 
MS : 3 7 4 (M+ 1) 

NMR (DMSO,. 6) :6. 94 (1H, d, J = 15. 7Hz), 7. 
18-7. 27 (2H, m), 7. 42-7. 63 (6 H, m), 7. 76 
-7. 90 (3H, m) , 7. 94 (1H, d, J = 15. 7Hz) , 8. 
63 (1H, s), 10. 54 (1H, s), 12. 94 (1H, s) 

mmm 5 9 

n— [3-^dd-5 - [ [-r^y [4- [ (2-*^;i/- 3-e>;^;w 
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mp : 105-107 °C 
MS : 5 1 7 (M+ 1) 

NMR (DMSO, (S) : 2. 39 (3H, s), 6. 57 (3H,br s) , 

6. 86 (1H, d , J=15. 6Hz), 7. 00-7. 09 (3H,m), 

7. 28-7. 62 ( 6 H , m) , 7. 75-7. 81 ( 1 H , m) , 7. 
88 (1H, d, J=15. 6Hz), 7. 95-8. 04 ( 2 H , m) , 

8. 32-8. 36 ( 1 H , m) , 10. 3 7 (1H, s) 

MMm 6 0 

n— [3 -^pd- 5 - [ c-r^y [4- [ (2-t>;^;v^^;i/) tks] 
7 31 ^^-^] 7 ^ y ] 7 - 3 - (2 -^dd7i^jv) -2 

mp: 119-122 °C 
MS : 5 1 6 (M+ 1 ) 

NMR (DMSO, 6) : 4. 42 (2H, d, J = 5. 9Hz) , 6. 2 
0 (2H, s), 6. 50-6. 62 (3H, m), 6. 78 (1H, t, 
J = 6. 2Hz), 6. 86 ( 1 H , d, J = 15. 6Hz), 6. 96 (1 
H, s) , 7. 22-7. 80 (1 0H, m) , 7. 88 (1H, d, J = 
15. 6Hz), 8. 54 (1H, d, J = 4. 2Hz), 10. 33 (1 
H, s) 



£%#I6 1 

mmm 1 4 nmm^^xTmoit^^nt^o 

(2E) — N— [3- U 5. S V H/Y X J) - 2 -7MQ7xrjl/] 
-3- [2- ( h V y u * )],) - 2 -7°n^>TX h* 

mp: 185-187 °C 
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MS : 4 2 8 (M+ 1) 

NMR (CDC1 3 , 6) : 4. 73 (2H, br s), 6. 56 (1H, 
d, J = 15. 3Hz), 6. 70-6. 82 ( 1 H , m) , 7. 10 (1 
H, dd, J=10. 7Hz, 8. 7Hz), 7. 38-7. 96 ( 1 OH, 
m), 8.02-8. 12 (2H, m) 

nmm 6 2 

(2E) — N— 12-yjV^ru- 5 - [ [-Y =; ^ (2-5^-;W 
T^y] 7irjH - 3- [2 - (h^/l/tD^^V) ?i-Jl/] -2- 

mp : 208-209 °C 
MS : 4 3 4 (M+ 1 ) 

NMR (CD C 1 a , <5) : 4. 96 ( 2 H, s) , 6. 54 ( 1 H, d, 
J = 1 5 . 3Hz), 6. 70-6. 81 ( 1 H, m) • , 7. 07-7. 1 
9 ( 2 H, m) , 7. 38-7. 66 (5H,m), 7. 70-7. 81 (2 
H, m) , 8. 0 8-8. 2 4 (2H, m) 

N- [3-^np- 5 - [ UK; [ [4 - (l H-t:^^— 1 --r;v) 
7izM J 2 - 3 - [2 - ( h u 

mp : 146-153 °C 
MS : 5 1 0 (M+ 1 ) 

NMR (DMSO, 6) :6. 58-6. 70 (4 H, m) , 6. 87 (1 
H, d, J=15. 5Hz), 7. 05 (1H, s), 7. 58-7. 70 
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(2H,m), 7. 78-8. 17 (9H, m) , 8. 60 (1H, d, J 
= 2.5Hz),10. 43(1H, s) 

N- [3-^nn- 5 - [ [-r^y [4- [ (2-^^;v-3-t:u^;v) 

rfr^rS/] 7 7 ic-;v] - 3- [2- 

mp : 1 1 4 - 1 1 9°C 
MS : 5 5 1 (M+ 1 ) 

NMR (DMSO, 6) :2. 39 (3H, s), 6. 49-6. 63 (3 
H, m) , 6. 86 (1H, d, J = 15. 3Hz), 6. 96-7. 03 
(3H,m), 7. 31 ( 1 H , dd, J = 8. 1Hz, 4. 5 H z ) , 7. 
42 (1H, d, J = 7. 9Hz) , 7. 56-7. 70 (2H, m) , 7. 
7 6-8. 0 8 (6H, m) , 8. 34 (1H, d, J=4. 5Hz) , 1 
0. 4 2 ( 1 H, s) 

nt&m 6 5 

mmm i4t mwuz LTTia©*bi^£#fco 

N- [3-*DD-5 - [ [-T ^ y [4 - [ (l-^i/K-3-t»J^/l/) 
#3r$/] 7i^] 7"^ y ] 7i-A] -3- (2-^DD7i- 

- 2 -7°D^.>^* K 
mp : 214-216 °C 
MS : 5 1 9 (M + 1 ) 

NMR (DMSO, 6) : 6. 58 (3H, s) , 6. 86 (1H, d, J 
= 15. 6Hz), 7. 00-7.0 9 (2H, m), 7. 21 (2H, d, 
J = 8. 7Hz), 7. 39-7. 54 (3H, m), 7. 56-7. 64 
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( 2 H , m) , 7 . 76-7. 81 ( 1 H , m) , 7. 89 ( 1 H , d , J 
= 15. 6Hz), 7. 98-8. 20 (4H, m) , 10. 38 (1H, 
s) 

HJfe^J 6 6 

N- [3 - [ [ [4 - (4 -T-k^-JV- l-V^iS-fr) 7 5. j ] 

**)V\ 7% J~\ - 5- ^DD7i —)\/ — 3 — (2-^DD7i^l/) -2 

mp : 2 5 9 - 2 6 0°C 
MS : 5 3 6 (M+ 1 ) 

NMR (DMSO, 6) :2. 05 (3H, s) , 3. 15-3. 38 (4 
H,m), 3. 5 0- 3. 66 ( 4 H , m) , 6. 36 ( 2 H , br s), 

6. 554 ( 1 H , s ) , 6. 86 (1H, d , J = 15. 6Hz), 6. 
93-7. 08 ( 3 H , m) , 7. 40-7. 51 ( 2 H , m) , 7. 52 
-7. 62 (2H.ni), 7. 75-7. 94 ( 4 H , m) , 10. 35 (1 
H, s) 

mmm 6 7 

mmm 1 4 tmmizvxTmo^m^mzo 

(2E) -N- [3-^DD-5- (>f S. J^y¥)VT^ J ) 7ir;i/] - 
3- (2-J/7/7x-;v) - 2 -ro^y?* K 
mp: 220-221 °C 
MS : 4 0 1 (M + 1) 

NMR (DMSO, 6) :6. 59 (3H, s) , 7. 02 (1H, d, J 
= 15. 6Hz), 7. 03 (1H, s), 7. 39-7. 57 (3H,m), 

7. 58-7. 68 ( 2 H , m) , 7. 76-8. 08 ( 6 H , m) , 10. 
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48 (1H, S) 

6 8 

(2E) — N — [3-7;b^-D-5- (^f5.y^>y;v) y -3- 

(2-£U^;i/) - 2 -7n^>75 f? 
mp : 205-207 °C 
MS : 3 7 7 (M+ 1 ) 

NMR (DMSO, 6) : 6. 57 (3H, br s) , 7. 05 (1H, 
s) , 7. 31 (1H, d, J=15. 3Hz), 7. 37-7. 49 (4 
H, m), 7. 57-7. 70 ( 3 H , m) , 7. 80-8. 05 (3H, 
m) 5 8. 65 (1H, d, J = 4. 4Hz), 10. 41 (1H, s). 

mmm 6 9 

3- (3-^DD7i-;V) T9 V JIM (18mg) ©N, N-i^^;i/ 
hT^ H (3ml) mmizO- (7 -Tif^>V h 'J7^/-;i/- 1 --f 
;b) — N, N, N' , N' b ^^l/^D^A^t^l^D*;** 
±— b (57mg) §5D^, ?Bl§i-#3£3 O^Wbfeo I^ftC 3 - (2, 
3-^fJl/-3H-^ S^l/— ;i/-4-><;i/) :p^U> (1 9mg) £Jn 

^^iX^AT-^bs &«£©:£cU (2E) -3 - (3-^DD7x-jl/) 
-N- [3- (1, 2 1 H--f ^ ^V— 5 --f 7xr 

- 2 -7D^>7; K (2 7mg) £iffco 
APCl-mass ;m/z352 (M+H + ) 



mm 7 o 
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3 - (4-^DD7i-;V) VJD/WL ( 1 8mg) ©N, N-i^^ 
YTK K (3ml) SiCO- (7-71f^>V h U i 
;b) -N, N, N' , N' -7- h"? ff-frtpn — »?A - 

h(5 7mg)%Jp^il^M3 0^m^bfe o ®^^3-(2, 

3-y^^i/-3H-^f ;v-4->r;i/) 7— y > ( 1 9mg) 

£A2k»»u 0. 1 N«»ZfcVA*2KT?«5fe?*bfeo *$Ui£#Ifcb> SMfc^ 
^^^At^iU (2E) -3- (4-^DD7x-;i/) 

-N- [3- (1, 2-i?^^-lH-^^^;-;i/-5->f;v) 7 x=. 

-2-7 , D^>7U* (2 7mg) ^^feo 
APCl-mass ;m/z 3 5 2 (M+H + ) 

#UiS0iJ7 1 

3- (2, 3L-)V) 72V)VM (22mg) ©N, N-i? 

^ ^;i/7-b b 7 U* (3ml) «0- (7 -T^^>^J V V T^—JV- 

h (5 7mg) SiO*^ M^3 0«#Lf;o 3 
- (2, 3-^f^-3H-'f ^*V— ;i/-4--r;i/) 7*-U > (l 9m 

g) &an^ i«H»aM*bfc 0 SMU£^-c#*?u intK^ 

^ h y «>A2k^, o . 1 Nmm;&tF:km7j<T&#b;fco*^jf 

ttT^^^AT«bv U (2E) -3 - (2, 4-^D 

D7x-;i/) -N- [3- (1, 2-Wf;i/-lH->f^^;-;i'-5- 

7 i— ;V] -2-7D^>7$ K (3 2mg) %mfr 0 
APCl-mass ;m/z 3 8 6 (M+H + ) 

HJI60!I7 2 

3 -K7 4 ->f y (2 2mg) ©N, N-i^^;i/ 
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T-te h* (3ml) giCO- (7 -Tif^v^/ b )j7y-;v- l ->f 
-N, N, N' , N' I"? u-$&^5-y-7;i>*u*z* 

±- h (5 7mg) £j&n;t N 0^(ffl«»bfc« 3 - (2, 

3-^f/l/-3H — r ^^y— ;i/-4--r;P) r-U > ( 1 9mg) 

*Azk*«L o. lNiiMtto^ifco *r$U8£#mu «fc®v 

y*:^A-ef£*gU $gg££©5feU 3-t7x-;V-4--f/l/-N- [3 

- (2, 3 3 H--r ^*v— ;i/-4--r;i0 

h* (2 6mg) £#fco 
APCl-mass ;m/z394 (M+H + ) 

mmm 73 

3 - (3 . 5-i?7Mn7i^) y;m (1 8mg) <E>N, N- 
^^^;v^-feh^^K (3ml) $g*£JcO- (7 -Tif^>^/ h UTVT— ;i/ 

-N, N, N' , N' h^^^^Dn^A^dr-^^;!/^- 

p***^- h (57mg) *aniu m&w*3 ofrmmn^tzo m&mz 

3- (2, 3-^^^/V-3H-^^^-4-f;v) (19 
mg) *MtL, lM#lfeo *<OS-&«l*»K^^;VT?#»?U IN* 

U a^vy*S/H7A-£i£4i£u (2E) - 3- (3. 5- 

i;7;i/tD7xr;i/) -N- [3- (1, 

;l/-5--f;i/) 7i-M - 2-7D^\>7< K (30mg) £f§fco 
AP C 1 -ma s s ; m/z 3 5 4 (M + H + ) 

nuteffl 7 4 

3- (2. 5-^7/WD7ir;i/) 7»£ U;i/» (1 8mg) ON, N- 

(3ml) SticO- (7-7lf^>\;h«;7^-;P 
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-l--r;V) -N, N, N' , N' -=r Y=7 *?-frt>Xi — t> 1x^*^7 

n^x^^-h (57mg) *ij\\%-s m-&®*3 ofrmmnvtco m&miz 

3- (2, 3-^^f;i/-3H--f 4-J )l) 7-V> (19 

mg) £#D;i. 1 B^if # bfco ^©m^^B^^^^T-^bs 1 Nzk 

u mm.-* ? * is $ A-c&m\s * *«e*s*Lx (2e) - 3- (2. 5- 

S>7^D7ir^) -N- [3- (1, 2-^f;i/-lH-^^y- 
;i/-5->f;v) - 2-rn^>7^ b* (2 8mg) £#fc<, 

AP C 1 -ma s s ; m/z 3 5 4 (M + H + ) 

mmm 75 

3- (4- b )j7;WD^f;v7i-;i/) (2 2mg) ©N, 

N-^*^;i/:p-fe K (3ml) $g$£JcO- ( 7 -Ttf'-oi/ h 

-;v-i — r;v) -n, n, n' , n s h^^^^^n^^A^dp-y-^ 

;i/*D h (5 7mg) *JniU S^3 0«#ife„ $g^r 

#jtc3 - (2 , 3 3 H--r s*v— 4 — r;i/) t^v x i 

9mg) £in^ IKfBBit^bfco *©fi#*&*ffl^:t^;i/-C#RU IN 
*»fb:*- h >J 9 A*flH0U 0 . 1 N^S^A^TkT-^bfec 

»fEttv^S/»>A-e«S5«lU »8l&e*U' (2E) - 3- (4-h 
ij7WD^^;i/7i-;V) — N — [3- (1, 2 -5> 1 ^ 

W—Jl- 5-4)1) 7xr;i/] - 2 -yn^>7$ K (2 7mg) £f#fc 0 
AP C 1 -ma s s ; m/z 3 8 6 (M + H + ) 

&fifc$i 7 6 

3- [2, 5-bTX ( h U7^D^f/P) 7^y;i/& (2 8 

mg) ©N, N-^^V^-fe K (3ml) ^ItO- (7 -TMf-* 

>V/ h "J 71/- 1 ->f;V) — N, N, N' , N' -^h^^l/^D" 
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$&^*V-7)\>*u*x*j— Y (5 7mg) ZMtL, M§3 0OT 

t-uv (i 9mg) ^*p^s miaamLfco ^ om^m^wm^ )^ 
**Wi&#«iu atY^s/^ATeiiu tease* u (2E) - 3 

- [2, 5 -If* (h)j7/l/tD^^) — N — [3- (1, 2 

■ 

-^f;v-iH — r ;v- 5 --r;i/) 7 i^jh -2-t°d^>t 

^ K (33mg) §#feo 

APCl-mass ;m/z45 4 (M+H + ) 

■ 

nmm 7 7 

3-7ix;i/7;i/77-/l/7^'JM (18mg) ON , N-^^^T 
-te h* (3ml) ittO- ( 7 -Tif^W h U T y J — JV— 1 

h (57mg) fciniU ffl^«U*3 0 #11881*$ «^«Jfc3- (2,3 
-i^^f;i/-3H->f 5 4-^^)7^'; >( 1 9mg)§jD^ 

* 

i"?At^jlU **SE4B*U N- [3- (2, 3-i/^f;v-3H->f 

^ h* (23mg) £#fco 

APCl-mass ;m/z 3 5 0 (M+H + ) 

H*fc#) 7 8 

3- (4, 5 -¥*=5-)\,4 1 --T;i/) !P^>J> (94mg) 

£ 3 - (2-^op-4-7;wn7x^/i/) 7^ ij;i/&©j&fb.*^-u> ( 5 
ml) (PKHB?ft£ 1 3 - (S-^fJi/T^T^nt/v) >b;i/* 
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3M % F • m.Mi& ( 1 4 4mg) £N, N -*? * f;V7 ^ J t! y *} > (3 1 
mg) *to%-s »&«l*2 4KHH8l#bfco 1 0 9 J — /I/COtt 

*9.J— /l/*C»ttU itBlU KiU (2E) -3- (2-9UU-4- 

7;vto7i->) — N — [3- (4, 5-^^f;v-iH— f^y-;i/ 
- 1 --r;i/) - 2 -7*0^75 h* (9 5 mg) &*§fc 0 

APCl-mass ;m/z370 (M+H + ) 

NMR (DMSO, <?) :2. 11 (3H, s), 6. 85 ( 1 H, d, J 
= 15. 6Hz), 7. 12 (1H, d, J = 8. 1Hz) , 7. 36 (1 
H, dt, J = 2. 6 Hz, 8. 5Hz) , 7. 50 (1H, t, J = 8. 
0Hz) , 7. 6-7. 9 (3H, m) , 7. 8-8. 0 (3H, m), 1 
0. 5 6 ( 1 H, s) 

^MM 7 9 

3- (4, 5-S>**-;W )Xt- 1 7-l)> (7 8mg) 

£3- (2, 3-y^DD7i-;i/) (9 Omg) <Dmt*3-V 

y (5ml) 4i«tt:l-x^l/-3- (3-y^W^77D^l/) 
*;i/jj*S*-f ^ J* • ( 1 2 Omg) i:N, N-S^^VT^ J K'J 

(2 5mg) SiniU m&W*2 4^H«#bfeo *gl»£ 1 5%.**^- 

mm**9;—)\''em&L, &*u (2E) - 3- (2, 3-v 

^nD7i-^ — N — [3- (4, 5-^f;i/-lH-^^^;-;i/- 

I--OI/) 7i-;H -2-^D^>T^ h* (9 3mg) ^^feo 

APCl-mass;m/z 3 8 6, 3 8 8 (M+H + ) 

NMR (DMSO, 6) : 2 . 11 ( 6 H, s), 6. 93 ( 1 H, d, J 
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= 15. 6 H z ) , 7 . 13 (1H, d, J = 8 . 7Hz), 7. 4-7. 
6 (2H, m) , 7. 6-7. 9 (5H, m) , 7. 90 (1H, d, J = 
15. 6Hz), 10. 60(1 H, s) 

mmm so 

3- (4, 5 —V^^-Jifi X — )]/— 1 — { JV) T 7 — U > (94mg) 
i; 3 - [2 - (hU 7 JVjru 7^ ( l o 9mg) 

<DMfc**-\/> (5ml) tlitt 1 ~^)]/- 3 - (3-^*^;i/T^ 
;-7°u\Z)\,) ^l/^U' -Ml (144mg) N-S^^T 

(31mg) ^flP^> S-&DS2 4^I#bfe. 

5%^^y-;i/©^bp<^b>ft'-c-#^L, zk. l NakBMb*- b 'J t> atK^ 

&§*bfco «tt&**y>-;i/-C»#U S^l, (2E) - 3- 

[2- ( h U 7 jv#u 7 -n- [3- (4, 5-^^^-;i/ 

- 1 H — f ^ jrV—))/- l ?*-)\,] - 2-7"P^7; M 1 2 

Omg) £*§fco 

APCl-mass;m/z 3 8 6 (M + H + ) 

NMR (DMSO, 6) :2. 11 (6H, s), 6. 9 0 (1H, d, J 
= 15. 2Hz), 7. 14 (1H, d, J = 7. 0Hz), 7. 51 (1 
H, t, J = 8. 0Hz), 7. 6-8. 0 ( 8 H , m) , 10. 61 (1 
H, s) 

mmm 8 1 

3- (2, 3 -is* 3- J)/- 3 H-W 5 W—Jl-4 — C;i/) 7i-;l/7 5 
y (78mg) £ 3 - (2, 3-y^D07iz;i/) (9 Omg) 

©l^?l/> (4ml) 1 3 - (3-i?^^;i/T^ 

y 7u\Z)l) *;i/^y>f ^ K • ftgftjft (1 2 Omg) £N, N-^^^;V7 
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=• y (2 5mg) sin*. m^ti^2 4mmmnhtzc mg®* i 

£©5febfco ^S^^y— ;i/T'«&#Ls illU !&*U (2E) -3- 
(2, 3-^^DD7i^l/) -N- [3- (1, 2-y^f/l/-lH--f 
S*V— ;V- 5 --f ;V) -2-7D^>7^ K (44mg) £f# 

fee 

AP C 1-mas s ; m/z 3 8 6 , 3 8 8 (M + H + ) 

NMR (DMSO, 6) : 2. 36 (3H, s) ,3. 56 (3H, s) , 

6. 87 (1H, s), 6. 91 (1H, d, J = 15. 6Hz), 7 . 1 

5 (1H, d, J = 7. 6Hz), 7. 4-7. 6 (2H, m) , 7. 6- 

7. 9 ( 5 H, m) , 7. 89 (1H, d, J=15. 6Hz), 10. 4 

6 ( 1 H, s) 

* 

mmm s 2 

3 - ( 2 - ^DD7xz;i/) V)VW. (92mg) hO- (7 -7"if^ 
^^h^^-l-f/I/) N, N, N' , N ' -5=- *=$-frt>Ti — *? 
2±^*cV7 V (2 8 6mg) CDN, N-y^^/V*;VA7 
^ b* (5ml) 4>51®^C3 - (4, 5-S?p<^;W $*V— l--f;i/) 
T='J > (94mg) £;On;U 6 ftfflfttt bfco MISixf 

;Kt*#mu zKs 1 N*BMb?- h U A7jc&^fc^2KT-&#bfco *HUi 

T?»#U fclflfcU SfcAfcU (2E) -3 - (2-^DD7iz;i/) -N- 

[3- (4, 5-^^;v-iH--f^^;-;v-i — r;v) ? - 

2-7D^>75 Ml 3 8mg) £*#;fco 

APC1— mass ; m/ z 3 5 2 , 2 5 4 (M + H + ) 

NMR (DMSO, d) :2. 11 (3H, s), 2. 12 (3H, s), 
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6. 89 (1H, d, J=15. 6Hz) , 7. 12 (1H, d, J = 8. 
7 Hz) , 7. 4-7. 9 (8H, m) , 7. 90 (1H, d, J=15. 
6Hz) , 1 0. 5 7 ( 1 H, s) 

mmm 8 3 

(142mg) hi&ih**?- V )V (0. 13 6ml) 
(Dmfc*3-U> (3ml) <Dm&Vafc'J>m<DN , N-i?^f/l/*;i/A7U' 

U> (3ml) »ttMb«j»«[ft»fco 5- (4, 5-^*^;V- 

1 H-W 1 --f-H/) - 2-7WD7-'J > (16 Omg) CD 

mYb^^-l/> (2ml) ©**fc»tt<fb«Mg?ifti:4- (^^7 5>>) 

u v>{ i $ c) *ira*.fco»&nfcs-&«]* 2 BSi«»ssw&T'C8i**b* 

WiLfco »HJE«fc**h*^>-C»#U (2E) -3- (2-^nn 

7i^l/) -N- [5- (4, 5-^f;i/-lH--f^^;-Jl/-l-'f 
;i/) - 2-7Mn7±^;H - 2-7D^>75 M13 7mg) £#fco 
APCl-mass;m/z 3 7 0 (M+l) 

NMR (DMSO, 6) : 2. 15 (3H, s), 2. 37 (3H, s), 

♦ 

7. 23 (1H, d, J=15. 5 Hz), 7. 40-7. 67 ( 5 H , m) , 

7. 76-7. 81 (lH,m), 7. 92 (1H, d, J = 1 5. 5 Hz) , 

8. 43 (1H, dd, J = 6. 8Hz, 2. 5Hz), 9. 27 (1H, 
s) , 10. 5 ( 1 H, s) 

8 4 

HJEflll 6 1 hl^fc UTTf 3 ©fc^3 

N— [5-^dd-6 - [ (2-t:u s?;v* ^-;i/) y ] - 3 - ^ y 
-2, 3-^^^;b- l H->r > ;v- 7-3b;v3j?#-9-^ h* 
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AP C I -ma s s ; m/z 4 0 6 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2 . 18 (3H, s) , 2. 35 (3 
H, s), 4. 68 (2H, d, J=5. 7HZ), 6. 9-7. 1 (2H, 
m) , 7. 2-7. 4 (2H, m) , 7. 5-7. 8 (3H, m) , 8. 2 
1 (1H, d, J = 2. 2Hz), 8. 28 (1H, d, J =2. 2Hz), 
8. 52 (1H, d, J = 4. OHz), 10. 15 (1H, s), 10. 
7 3 ( 1H, s) 

mmmi 6 1 fcra«fcbTTia©to&*i*»fco 

N - [5 -*DD- 6- [ (2-fU i?))/* ^JV) 7 K J 1 - 

-4 s -7;i/^-D [l, i' -3 -*;i/^^r-b-^ K 

APCI— mass ; m/ z 4 3 3 (M+H + ) 

l H-NMR (DMSO-d6) : 6 ; 4. 68 (2H, d, J=5. 7H 
z) , 7. 0-7. 5 (5H, m) , 7. 6-8. 0 (6H, m) , 8 . 1 
1 (1H, d, J = 2. 4Hz), 8.19 (1H, s), 8. 26 (1H, 
d, J = 2. 4Hz) , 8. 52 (1H, d, J = 4. 8Hz) , 10. 2 
7 ( 1 H, s) 

£Jfc0l 8 6 

N- [5-*DD-6- [ ( 2 - £ »J *J)V* 5=-;i/) T^y] - 3- tU 

-3- ( 2 -J-^-jl) ^>X7^ K 

AP C I -ma s s ; m/z 4 2 1 . 4 0 (M + H + ) 

1 H — NMR (DMSO-d6) :6;4. 68 (2H, d, J = 5. 7H 

z ) , 7. 08 (1H, t, J=5. 7Hz), 7. 1-7. 3 ( 3 H , m) , 

7. 5-7. 9 ( 5 H , m) , 8. 10 (1H, d, J = 2. 2Hz), 8. 
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17 (1H, s) , 8. 26 (1H, d, J = 2. 2Hz) , 8. 52 (1 
H, d, J = 4. 8 Hz) , 1 0. 2 8 ( 1 H, s) 

mmm 8 7. 

N- [5 -i?DD- 6 - [ (2-tru v r *y ] - 3 - 1: y 

-5-7zz;i/-2-^^7x>*Jl/^^rt^ K 
APCI-mass ;m/z 4 2 0. 9 3 (M + H + ) 
'H-NMR (DMSO-d6) : <5 ; 4 . 68 (2H, d, J = 5. 7H 
z) , 7. 09 (1H, t, J = 5. 7Hz), 7. 2-7. 6 (5H, m), 

7. 62 (1H, d, J = 3. 9Hz) , 7. 7-7. 8 (3H.ni), 7. 
93 (1H, d, J = 3. 9Hz), 8. 05 (1H 3 d, J = 2. 2Hz), 

8. 21 (1H, d, J = 2. 2Hz), 8. 52 (1H, d, J = 4. 4 
Hz) , 10. 2 1 (1H, s) 

mMM 8 8 

N- [5 -^pd- 6 - [ ( 2 - 1 y t*^ y ] - 3 - ^ y sw] 

-5- (4-7;i/3|-D7x-;i/) -2 -^^-7ni>>b;i/5}f#it^ K 
APCI-mass ; m/z 4 3 9 (M + H + ) 

1 H — NMR (DMSO-d6) : ; 4 . 68 (2H, d, J=5. 7H 
z) , 7. 09 (1H, t , J=5. 7Hz), 7. 2-7. 4 (4H, m) , 

7. 58 (1H, d, J = 4. 0Hz) , 7. 7-7. 9 (3H, m) , 7. 
92 (1H, d, 3 = 4. 0Hz) , 8. 04 (1H, d, J = 2. 3Hz) , 

8. 20 (1H, d, J = 2. 3Hz) , 8. 52 (1H, d, J = 4. 0 
Hz), 10. 21(1 H, s) 
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mfi&M 89 

$mm i6i bTTiB©'fb-&#3^#fco 

N— [5-^ cm- 6- [ (2 -KVy/P* 7^/] 

- 9 H-*;b^-?^— l -*;i//^=3r-y-^ 

APCI-mass ; m/z 4 2 8 (M + H + ) 

X H — NMR (DMSO-d6) : <5 ; 4 . 70 (2H, d , J = 5. 7H 
z ) , 7. 0 8 ( 1 H , t , J = 5. 7Hz), 7. 2-7. 5 (5H,m), 
7. 6-7. 8 (2H,m) , 8. 06 (1H, d, J = 7. 7Hz) , 8. 
16 (1H, d, J = 7. 7Hz), 8. 2-8. 6 (4H, m) , 10. 
3 3 ( 1 H, s) 

mmm 9 0 

mmm 1 6 1 nmm^vxrm<D^m^nt^ 

- 6 -7^*p-9H-*i;v;-ji/- 1 1* 

APCI-mass ; m/ z 4 4 6 (M + H + ) 

1 H — NMR (DMSO-d6) : <5 ; 4 . 70 (2H, d, J = 5. 7H 
z), 7. 08 (2H, d, J = 5. 7Hz), 7. 2-7. 4 (4H.ni), 

7. 6-7. 8 (2H, m), 8. 0-8.1 (1H, m) , 8. 0 8 (1 
H, d, J=7. 6Hz), 8. 25 (1H, d, J = 2. 2Hz), 8. 
31 (1H, d, J = 2. 1Hz), 8. 38 (1H, d, J = 7. 6Hz), 

8. 53 (1H, d, J = 4. 9Hz), 10. 34 (1H, s) , 11. 
5 4 ( 1 H, s) 

mmm q i 

9H-7MV>-l-A/l/^>i (1 4 7mg) <Di&ik**l>> (3m 
1) (0. 2 ml) tN, N-y^fil/^l/A? 
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^ h* (0. 0 1ml) -frmTLs $B^to*2l$ia«}*U M^SSU 9H 
-7Jl*U>- 1 -ijj\s#>m?u U . K©*B£j*«&&#fco 4- (£Uy> 
-2 h=^>) r— U > • (19 1mg) kKUi?> (p. 

2 8 3ml) ®^>fb^^lx> (3ml) ^JRWSEfcs ±IBt*^#€,^fe 9 H - 

7;v^-v> - l -*;^>1^dij F(Dm&f&yo<Dmh*l-u> (3ml) 

ilTN- [4- (2 -l^>;^;i/p< h^r^) 7z-;i/] - 9 H-7;i/3}-^> 

(15 1mg) 
APCI-mass ;m/z 3 9 3 (M + H + ) 

1 H — NMR (DMSO-d6) : ; 4 . 18 (2H, s), 5. 19 (2 

H , s), 7 . 04 ( 2 H , d , J = 9. 1 H z ) , 7.3-7. 8 ( 9 H , 
m), 7. 85 (1H, t, J = 7. 8Hz), 7. 97 (1H, d, J = 
6. 7Hz), 8. 09 (1H, dd, J = 7. 5, 0. 9Hz), 8. 5 
9(1H, d, J = 7. 5Hz), 10.22 (1H, s) 

HJfc0!l 9 2 

N-(4-7^7ir;i/) - 9H-7;WU>- 1 - ft )l # * V 5. h* ( 1 
50mg) £ 2 -*;i^;i/fcrU (5 4mg) fcftg* (0. 0 3 ml)© 

I, 2-^^DDi^> (5ml) TOt^ b iJ7t h^>2kJMb*^ 

ith'j^i; (i48mg) £ira;u 2^p^«#b^o m<b**\/>-cftm 

^yj— (is v * v j], , 25g, 2% ^*y-;i/-m-fb^i/>) -e*fgS 
u N- [4- [ (2 >;^;i/^^-;i/) T^y] - 9H-7;i/ 

1 -*;i/^^r-y-$ h* (61mg) *mtzo 
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APCI-mass ;m/z 3 9 2 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 1 6 (2 H, s), 4. 37 (1 
H, d, J = 6. 1Hz) , 6. 2 5 (1H, t, J = 6. 1Hz) , 6. 
58 (2H, d, J = 8. 8Hz), 7. 2-7. 8 (1 OH, m) , 7. 
9 5 ( 1 H , d, J = 6. 7Hz), 8. 06 ( 1 H , d , J = 6 . 7 Hz), 
8. 53 (1H, d, J = 4. 0Hz), 9. 95 (1H, s). 

mmm 93 

N- [6- ( 2 -tf'J^;i/^ -3-trU^;V] - 9 H-7JV*\s> 

- 1 -3b;i/**3ftf-$ F 

APCI-mass;m/z 3 9 4 (M+H + ) 

l H — NMR (DM S O - d 6 ) : d ; 4 . 20 (2H, s), 5. 43 (2 
H, s), 7. 00 (2H, d, J = 8. 9Hz), 7. 3-7. 9 (8H, 
m), 7. 98 (1H, d, J=6. 6Hz), 8. 1-8. 2 (2H,m), 
8. 53 (1H, d, J = 2. 5Hz), 8. 5 7 (1H, d, J = 4. 4 
Hz) , 1 0. 3 9 (1 H, s) 

mmm 9 4 

N- [6- (2 -trUS^l/^ h3r*» -3-^U2^;i/] -9H-*;wtvr— 
AP C I -ma s s ; m/z 3 9 5 (M + H + ) 

J H-NMR (DMSO-d6) : d ; 5. 44 (2H, s), 7. 03 (1 
H, d, J = 8. 9Hz), 7. 2-7. 6 (5H,m), 7. 69 (1H, 
t, J = 7. 2Hz), 7. 83 (1H, t, J = 7. 2Hz), 8. 09 
(1H, d, J = 7. 5Hz), 8. 2-8. 3 ( 2 H, m) , 8. 38 (1 
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H, d, J = 7. 5Hz), 8. 5-8. 7 (2H, m) 10. 45 (1H, 
s), 11. 49(1 H, s) 

mmm 9 5 

N— [6- [ TKSl -3-^U^;i/] - 9H-7 

APCI-mass ;m/z 3 9 3 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 18 (2H, s) , 4. 57 (2 
H, d, J=6. 0Hz), 6. 61 ( 1 H, d, J = 8. 9Hz), 7. 
08 (1H, t, J = 6. 1Hz), 7. 2-7. 8 (9H, m) , 7. 9 
6 (1H, d, J = 6. 5Hz), 8. 09 (1H, d, J = 7. 4Hz), 
8. 28 (1H, d, J = 2. 4Hz) , 8. 51 (1H, d, J = 4. 7 
Hz) , 1 0. 0 6 (1 H, s) 

mmm 9 e 

N— [6- [ (2-tru s^i^^i/) r^y] -3-tfU^;i/] -9H-3b 

APCI-mass ; m/z 3 9 4 (M + H + ) 

1 H — NMR (DMSO-d6) : <? ; 4 . 58 (2H, d, J=6. OH 
z), 6. 63 (1H, d, J = 8. 9Hz), 7. 08 (1H, t, J = 
6. 0Hz), 7. 1-7. 5 (5H.ni), 7. 6-7. 9 ( 3 H , m) , 
8. 05 (1H, d, J = 7. 6Hz), 8. 16 (1H, d, J=7. 6 
Hz), 8. 2-8. 3 (2H, m), 8. 52 (1H, d, J = 4. 8H 
z), 10. 16 (1H, s), 11. 44 (1H, s) 
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mmm 97 

N- [6- [ (2 3 -t:US>;iO ;fr^>] -3-\ZV*?J\,] - 9 

H-*;ww— 1 k 

APCI-mass ;m/z 3 9 5 (M+H + ) 

1 H — NMR (DMS0-d6) : 6 ; 2 . 34 (3H, s), 7. 1-7. 
3 C4H, m) , 7. 42 (1H, t, J = 7. 6Hz), 7. 53 (1H, 
d, J = 8. OHz) , 7. 71 (1H, d s J = 8. OHz) , 8. 10 
(1H, d, J = 7. 5Hz) , 8. 17 (1H, d, J = 7. 7Hz) , 
8. 3-8. 5 (3H, m), 8. 56 (1H, s) , 10. 55 (1H, 
s) , 11. 49 (1H, s) 

mmm 9 8 

mmmi 6 1 tmm^hxym^b^^mtzo 

3-^^;i/-N- [6 - [ (2-cy t$ ; ] - 3 - try 

- 2 - ( h u 7;i/^-n^^-;i/) - l H--r > K— 7 -ft;i/#3r-tf-5. H 

APCI-mass ;m/z4 2 6 (M+H + ) 

1 H — NMR (DMS0-d6) :d;2. 43 (3 H, s) , 4. 57 (2 
H, d, J = 6. OHz), 6. 61 ( 1 H, d, J = 8. 9Hz), 7. 
07 (1H, t, J = 6. OHz) , 7. 2-7. 4 (3H, m), 7. 7 
-8. 0 (4H, m) , 8. 28 (1H, d, J = 2. 4Hz), 8. 51 
(1H, dt, J = 4. 9, 0. 8Hz), 10. 18 (1H, s), 11. 
3 3 ( 1 H, s) 

9 9 

N — (2-?PD-4-triJS>;i/) -9H-7;i/^-l/>-l-i;i/^t 
* M 1 6 Omg) (O 1 -t>i;;v^7^>(2ml)4'I« 1 4 0°C 
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-c4hsh* i 6 o o cT-6B$figii#bfco #t%i&, 2k*fc&^> i ofrmmn 
tfco wm®-& u <s*u n- [2- (4-^>^;i/- 

AP C I -ma s s ; m/z 4 6 1 (M + H + ) 

1 H — NMR (DMS0-d6) :d;3. 5-3. 7 (1 OH, m) , 4. 
19 (2H, s) , 7. 09 (1H, dd, J=l. 7, 5. 7Hz), 7. 
2-7. 8 (1 1H, m) , 7. 97 ( 1 H, d, J = 6. 4Hz), 8. 
04 (1H, d, J = 5. 6 Hz) , 8. 13 (1H, d, J = 6. 7Hz), 
10. 43 ( 1 H, s) 

mmm 1 o o 

N — [ 2 — (4-^>i?;v- l — v— -4-t?D^;i/] -9H 

1 -*;i/7tf^r1t5. K ( 1 0 Omg) <o*#j — ;i/ (2ml) 
i:f K7tfD77>jgtfc6Nli(0. 1ml) £2jn;U ^(Dm-&Vu* 

mm (1 0 Omg, 5 0%we t ) ±(D 1 0 ATvJc^^H 

iNSi (o. 5mi) *m%-, ^^g*ufeo ztomm&x-*? k-z 

»#u Mu ^^y— ;v-T?*$fc#u «s*u n- [2 - (l-t^e?^ 

m (64mg) £*#fco 

APCI-mass ;m/z371 (M + H + ) 

X H — NMR (DMSO-d6) : d ; 3. 29 (4H, s), 3. 89 (4 
H, s), 4. 23 (2H, s), 7. 3-7. 7 (5H, m), 7. 8- 
7. 9 ( 2 H , m) , 8. 00 (1H, d, J = 6. 4Hz), 8. 10 (1 
H, d, J = 6. 7Hz), 8. 19 (1H, d, J = 7. 5Hz), 9. 
4-9. 8, (2H, m), 11. 22 (1H, s) 
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mmm 101 

2- ( 3 - U - 5 -- f v-f > F >J ^ > (2 4 8m.g) 

ttrV^> (0. 242ml) ®^fb^^U> (5ml) tM^fc: 9 H - 
7;i/^-u>- 1 -*;i/^^;i/^n UK (2 2 9mg) cD^fb^UV (5m 

i) mmztuz.. immmnvtco ^t^^]y>x^i^ ^t-k^xm 

-^JVr-m&Xs. t&MV, N- [2- O-t'J^/M^l/) -2, 3-s; 
tFD-l H--Y V-f > K— ;V- 5 - 9H-7Ml/>- l 

*3r1J-^ h* (15 1 mg) *»fc 0 
APCI— mass ; m/ z 4 1 8 (M + H + ) 

1 H - NMR (DMSO-d 6) : <J ; 3 . 83 (2 H, s) , 3. 89 (2 
H, s), 3. 91 (2H, s) , 4. 18 (2H, s), 7. 20 (1H, 
d, J = 8. 0Hz), 7. 3-7. 5 ( 3 H, m) , 7. 5-7. 7 (5 
H, m), 7. 80 (1H, d, J=7. 8Hz), 7. 97 ( 1 H , d , 
J = 6 . 7 H z ) , 8. 10 (1H, d , J = 7. 2Hz), 8. 50 (1 
H, d, J = 3. 6Hz), 8. 59 ( 1 H, s), 10. 30 (1H, s) 

mmm 102 
pmmi 6 1 tmm^\^xrm<D^m^mtco 

APCI-mass;m/z4 2 0 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 23 (2 H, s) , 4. 53 (1 
H, d, J=5. 9Hz) , 7. 2-7. 5 (7H, m) , 7. 5-7. 7 
(2H, m) , 7. 81 (1H, d, J = 7. 6Hz), 7. 99 (1H, 
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d, J = 6. 4Hz), 8. 15 (1H, d, J = 7. 3Hz), 8. 71 
(1H, s), 8. 82 (1H, d, J=l. 8Hz) , 9. 08 (1H, 
d , J = 2 . 4Hz), 9. 30 (1H, t, J = 5 . 9Hz), 10. 7 
0 (1H, s) 

mmm 103 

N — (4-7;V^-p^>>^;i/) - 5- [ (9H-7MU>-l-^/v^i/ 
APCI-mass ;m/z4 3 8 (M + H + ) 

'H-NME (DMSO-d6) :6 ; 4. 23 ( 2 H, s), 4. 53 (1 
H, d, J=5. 9Hz), 7. 2-7. 5 ( 7 H , m) , 7. 5-7. 7 

(2H, m) , 7. 81 (1H, d, J = 7. 6Hz) , 7. 99 (1H, 
d, J = 6. 4Hz), 8. 15 (1H, d, J = 7. 3Hz), 8. 71 

( 1 H, s), 8. 82 (1H, d, J = 1. 8Hz), 9. 08 (1H, 
d, J = 2. 4Hz) , 9. 30 (1H, t, J = 5. 9Hz), 10. 7 
0 ( 1 H, s) 

mmm 104 

N — [6 - [ (2 -if'j^;i/*^;i/) -3-^>;$>;i/] -3 - (2 

AP C I -ma s s ; m/z 4 2 6 (M + H + ) 

1 H — NMR (DMSO-d 6) :d;4. 57 (2H, d, J = 6. OH 
z), 6. 61 (1H, d, J = 8. 9Hz), 7. 1-7. 5 (5H,m), 
7. 6-7. 9 (6H,m), 8. 17 (1H, s), 8. 2 6 ( 1 H, d, 
J = 2. 5Hz), 8. 51 (1H, d, J = 4. 8Hz), 10. 12 (1 
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H, S) 

mrnm 105 

3- -N- [3- (1H-1, 2, 4 - h U TV-JV- 1 

APCI-mass ;m/z 3 4 7 (M+H + ) 

1 H - NMR (DMSO-d6) :d;7. 20 (1H, dd, J = 3. 7, 
5. 0 H z ) , 7. 5-7. 7 ( 5 H , m) , 7. 8-8. 0 (3H,m), 
8. 22 (1H, s), 8. 26 (1H, s), 8. 39 (1H, s), 9. 
2 9 (1H, s) , 10. 6 2 (1H, s) 

mmm 1 o 6 
MMm i6i tn^iyX-fmoih^^mtzo 

N- [3- (5 - t? V ^ y^-ji^ - 3- 

APCI-mass ;m/z 3 5 8 (M+H + ) 

1 H — NMR (DMS0-d6) :d;7. 20 (1H, dd, J = 3. 8, 
4. 8Hz), 7. 5-7. 7 (5H.ni), 7. 8-8. 0 ( 3 H , m) , 
8. 17 (1H, s), 8. 22 (1H, s), 9. 12 (2 H, s) , 9. 
23(1 H, s), 10. 53(1 H 3 s) 

mmm 107 

N- [3 - ( 1 , 2 1 H->T $ yJ—Jl;- 5 7xzjv] 

-2 - [4- (l 1 -7i^;vx^;i/) 7 1— y-fe h ~ h* 

AP C I -ma s s ; m/z 4 2 4 (M+H + ) 
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1 H — NMR (DMSO-d6) : d ; 1 . 62 (6H, s), 2 . 34 (3 
H, s), 3. 51 (3H, s), 3. 60 (2H, s), 6. 83 ( 1 H, 
s), 7. 0-7. 5 (10H, m) , 7. 55 (1H, d 3 J = 8. 7H 
z) , 7. 6 8 ( 1 H, s) , 10. 2 5 ( 1 H, s) 



mm 108 

(2E) — N — [3- (1, 2 -i?*?-Jl- 1 H-^f 5 ->f 

)V) 7xr;i.] -3- - 2-7 , da>7U* (8 lmg) 

j— )v (2mi) $*mmm*mm ( 5 o%we t ) ±© 1 o%n=>v 

i37A^DYK^77^-(i/iJW, 20g, 3% **y-;i,-jfrfb 

-CMSttU N- [3- (1, =^;-/I/ 
-5 — C;iO 7x~jV] - 3 - ( 1 T-D/^T^ )* (57mg) 

APCI— mass ; m/ z 3 7 0 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2. 3 4 (3H, s), 2.75 (2 
H, t, J = 7. 7Hz) , 3. 44 (2H, t, J=7. 7Hz) , 3. 
52 (3H, s) , 6. 83 ( 1 H, s) , 7. 08 (1H, d, 3 = 7. 
7Hz), 7. 34 (1H, d,.J = 8. 0Hz) , 7. 4-8. 0 (8H,. 
m) , 8. 14 (1H, d, J=8. 0Hz), 10. 05 ( 1 H, s) 



MM 10 9 

asm 6 1 tmm^vxymo^^nrzo 

N- [2- [ (2-\ZVi?J]/*?-)l) - 5-K'J$S?= - 9H 

APCI-mass ;m/z 3 9 5 (M + H + ) 

1 H — NMR (DMSO-d6) : 5 ; 4 . 62 (2H, d, J = 6. 2H 
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z ) , 7. 1-7. 4 (4H,m), 7. 41 (1H, t , J = 7. 6Hz), 

7. 6-7. 8 (3H,m), 8. 07 (1H, d, J = 7. 6Hz), 8. 
17 ( 1 H , d, J = 7. 7Hz), 8. 51 (1H, d , J = 4 . 8Hz), 

8. 67 (2H, s) , 10. 29 (1H, s), 11. 47 (1H, s) 

mmm no 

N- [2- [ 7^7] - 5 -KU - 9H 

-7;i/^-i/>- l K 

APCI-mass ;m/z 3 9 4 (M + H + ) 

1 H — NMR (DMS0-d6) : 6 ; 4. 20 (2H, s) , 4. 61 (2 
H, d, J = 6. 3Hz), 7. 2-7. 5 (4H, m), 7. 5-7. 9 

(5H, m), 7. 97 (1H, d, J = 6. 7Hz), 8. 11 (1H, 
d, J = 7. 4Hz), 8. 50 (1H, d, J = 4. 8Hz), 8. 61 

( 1 H, s) , 1 0 . 1 8 ( 1 H, s) 

mmm 1 1 1 

- 5— — bo— N — ( 2 - 1^ 'J f;V) - 2-^'J^;i/7 

^ > (132mg) (139mg) J — ;i> (2 ml) 

kiinim (imi) ^(Dm-sm* 3mmm^tz 0 

)]/#>m (10 5ms) (5ml) %i\\Z-tcio 1 - 

m^;i/-3- (3-^f;i/7^^rDK;i/) 5. h* • i&mm ( 1 

44ms) £N, N-^^^;i/T^y l^US?> (18 3ms) *jbniU -€© 

*b-&^& 1 6 mmmnvtco m&miz 1 n*®^ h u ^ A7jc^ ( 5 m 1 ) 
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»*7A^nYb^77-f - 2 5g, 2% ;v 

-m.<b**)s>) -eMb> n- [ 5 p 6 - [ (2-tru^;u^^ 
;v) T^^y] - 3-^Ui;;i/] - 9H-7Mi/>- l -pb;i/ K (5 

5mg) 

APCI-mass ;m/z4 2 7 (M+H + ) 

l H — NMR (DMS0-d6) : 6 ; 4. 19 (2H, s) , 4. 68 (2 
H, d, J = 5. 7Hz), 7. 08 (1H, t, J = 5. 7Hz), 7. 

2- 7. 8 (8H, m) , 7. 9 7 (1H, d, J = 6. 5Hz) , 8. 1 
0 (1H, d, J = 6 . 9Hz), 8. 16 ( 1 H, dd, J = 2. 2Hz), 
8. 26 (1H, d, J = 2. 2Hz), 8. 52 (1H, d, J = 4. 8 
Hz) , 10. 2 4 (1H, s) 

mmm 112 

N- [5-7DD-6 - [ ( 2 - 1:^ r^y] -3-try^ 

- 9H-7/Wl/>- 1 ->b;i/*-3r-9-* K 
APCI-mass ;m/z4 2 8 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 18 (2H, s) , 4. 73 (2 
H, d, J=5. 8Hz) , 7. 16 (1H, t, J = 5. 8Hz), 7. 

3- 7. 7 ( 4 H , m) , 7. 72 (1H, d, J=6. 9Hz) , 7. 9 
7 (1H, d, J=6. 3Hz), 8. 11 (1H, d, J = 6. 8Hz), 
8. 16 (1H, d, J = 2. 2Hz), 8. 26 ( 1 H, d, J = 2. 2 
Hz), 8.5-8. 7 ( 3 H , m) , 10. 25 (1H, s) 

mmm 113 

n- [3- (4-pt h^^-3-^u^;i/) y^=-)V\ -9h-a/w^;- 



WO 01/68585 



PCT/JPOl/01993 



163 

APCI-mass ; m/z 3 9 4 (M + H + ) 

X H — NMR (DMSO-d 6) : 6 ; 3. 88 (3H, s), 7. 1-7. 
7 ( 7 H , m), 7. 70 ( 1 H , d, J=8. 0Hz), 7. 80 ( 1 H , 
d, J = 8. 1Hz), 8. 08 (1H, s), 8. 1-8. 3 (2H,m), 
8. 3-8. 5 (2 H, m) , 8. 48 (1H, d, J = 5. 7 H z) , 1 
0. 4 5 (1H, s) , 11. 5 1 (1H, s) 

> 

MMffl 114 

n- [3- ( i 2 i H--r ^ 5 ? 

- 9 H-*;wW— 1 Y 
APCI-mass;m/z 3 9 5 (M + H + ) 

1 H — NMR (DMSO-d6) :<5; 1. 19 (3H, t , J = 7. 1H 
z), 2. 39 (3H, s), 4. 01 (2H, q, J = 7. 1Hz) , 6. 
85 (1H, s), 7. 1-7. 5 (5H, m) , 7. 71 (1H, d, J 
= 8. IHzK 7. 88 (1H, d, J = 8. 1Hz), 7. 96 (1H, 
s), 8. 11 (1H, d, J = 7. 7Hz), 8. 18 (1H, J = 7. 
7Hz), 8. 38 (1H, d, J = 7. 5 Hz), 10. 48 (1H, s), 
11. 4 8 ( 1 H, s) 

mmm 115 
mmmi 6 1 hmm^\,xyt^(o^m^mc 0 

N- [3- (l-if/V-2-^fJP-lH-'f^y-;i/-5-'f;i/) 7 

- 3- ( 2 -3-3^- )V) ^IsXT X h* 

APCI-mass ;m/z 3 8 8 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 1. 18 (3H, t, J = 7. 2H 



) 
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z), 3. 99 (2H, q, J = 7. 2Hz), 6. 84 (1H 3 s), 7. 
1-7. 3 (2H, m) , 7. 45 (1H, t, J = 7. 9Hz) , 7. 5 
-7. 7 (3H, m) , 7. 78 (1H, d, J = 8. 1Hz) , 7. 8- 
8. 0 ( 3 H , m) , 8. 19 (1H, s ) , 10. 46 ( 1 H , s ) 

mmm 1 1 6 

mmmi 6 l £|i=U^CbTTfi3©<b^£#fco 
3- (5-^DD-2-^x-;i.) — N— [3- (1, 2-^f/l/-lH 

AP C I -ma s s ; m/z 4 0 8 (M + H + ) 

'H-NMR (DMSO-d 6) : 6 ; 2. 36 (3H, s), 3. 55 (3 
Hj s), 6. 88 (1H, s) 3 7. 1-7. 3 (2H, m) , 7 . 45 
(1H, t, J = 7. 9Hz), 7. 5-7. 7 (2H.ni), 7. 7-8. 

0 (4H 3 m) , 8. 13 (1H, s) , 10. 44 (1H, s) 

mmm in 
m&m 1 6 1 nmmtz ^-cym^t^m^ntco 

N- [3- [2- (i?7)v*u*?-)i>) -l-^f/l/-lH--f^y-/l/ 
-5--f;i/] 7x^;i/] -3 - (2-^3i-;i/) ^>X^^ F 
A PCI— mass ; m/ z 4 1 0 (M+H + ) 

1 H-NMR (DMSO-d6) : 6 ; 3. 7.7 (3H, s), 7. 0-7. 
3 (3H, m) , 7. 28 (1H, d, J = 7. 8Hz) , 7. 5-7. 7 
(4H, m) , 7. 9-8. 1 (4H, m) , 8. 19 (1H, s), 10. 
5 1 ( 1 H, s) 



MM 1 1 8 

mmi 6 1 tmm^vT-fm<o^<m^nrz 
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N- [3- [2- {V7))/Jru -i-^^v-iH-f^y-;!/ 
- 5 - -f - 9 H-*;wW— ju- 1 K 

APCI-mass ; m/z 4 1 7 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 3. 79 (3H, s) , 7. 2-7. 
5 (6H, m) , 7. 56 (1H, d, J = 7. 8Hz), 7. 71 (1H, 
d, J = 8. 0Hz) , 7. 96 (1H, d, J = 8. 1Hz), 8. 06 
(1H, s), 8. 12 (1H, d, J = 7. 5Hz), 8. 18 (1H, 
d, J = 7. 7Hz), 8. 39 (1H, d, J = 7. 7Hz), 10. 5 
3(1H, s) , 11. 50 (1H, s) 

mmm 119 

N- [6- [ (2 7? 7] - 3 -If U 5^1/] -9H- 

APCI-mass ; m/z 3 9 4 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4. 18 (2H, s), 4. 63 (2 
H, d, J = 6. 0Hz) , 6. 65 (1H, d, J = 8 . 9Hz) , 7. 
17 (1H, t, J = 6. 0Hz) , 7. 3-7. 6 (4H, m) , 7. 6 
3 (1H, d, J = 6. 5Hz), 7. 71 (lH, d, J = 6. 9Hz), 
7. 82 (1H, dd, J = 8. 9Hz, 2. 6Hz), 7. 96 (1H, 
dd, J = 8. 0Hz, 1. 5Hz) , 8. 09 (1H, d, J=6. 7H 
z), 8. 28 (1H, d, J=2. 4Hz), 8. 51 (1H, d, J = 
2. 3Hz), 8. 5-8. 6 ( 2 H, m) , 10. 08 (1H, s) 

mmm 120 
mmmi 6 1 filiate: uTTia<zMb-s-^£i§fco 

N- [3- (3-^5 L ;i/-4H-l ) 2, 4 - h U 7^— )V- 4 --f;i/) 7 
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APCI— mass ; m/ z 3 6 8 . 47 (M + H + ) 
1 H — NMR (DMSO-d6) : ; 2 . 40 (3H, s), 7. 2-7. 
5 (4H, m) , 7. 61 (1H, t, J=8. 0Hz), 7. 71 (1H, 
d, J = 8. 0Hz) , 7. 9 8 (1H, d, J = 8. 0Hz), 8. 0- 
8. 3 (3H, m) , 8. 40 (1H, d, J = 7. 1Hz), 8. 73 (1 
H, s), 10. 6 5 (1H, s), 11. 51 (1H, s) 

mmm 121 
mmm 1 6 1 hmm^hxTmo^m^mrzo 

;v- 1 -*;v^^r-9-5. K 

APCI-mass ;m/z 3 9 5 (M+H + ) 

1 H — NMR (DMSO-d 6) : d ; 3. 84 (3H, s), 7. 2-7. 
5 ( 4 H , m) , 7. 71 ( 1 H , d , J = 8. 0Hz), 7. 93 (1H, 
dd, J = 8. 9Hz, 2, 6Hz), 8. 03 (1H, d, J = 2. 4H 
z), 8. 13 (1H, d, J = 8. 0Hz), 8. 17 (1H, d, J = 
8. 0Hz), 8. 37 (1H, d, J = 7. 5 H z ) , 8. 98 ( 2 H , 
s), 9. 18 ( 1 H , s ) , 10. 41 (IE, s), 11. 51 (1H, 
s) 

mmm 122 

N— (3-*;v^;i/7i^i/) -9H-7;vtu>-i-*;i/W^ P 

(94mg)s 4-7?yE'J$i?> (57mg) kN, N-i?*?)lM 
(1ml) <DM&%)fc£nT^*> (IV) >fV7D^S/h* (14 
6mg) £SD;Lfco 1 -£©M/fc*Il§r%fc: h U T-t b * S/**-fb 

*&mi-tV<5& (2 5 4mg) 14^I#Ufe. M/fcillli&l & 
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mm^Jl (3 0ml) Tf#RU 7k (3 0ml) H3®b±mjk (10m 

N- [3- [ (4-tr<; ^-;i/7^ J) 7x-;i/] -9H-7> 

*U>- t* (42mg) 
MS : 3 9 3 (M+ 1) 

NMR (DMSO, d) :4. 18 (2H, br s) , 4. 54 (2H, 
d, J = 5. 7Hz), 6. 4-6. 6 (1H, m) , 7. 07 (1H, d, 
J = 7. 5Hz) , 7. 2-8. 2 (1 2H, m) , 8. 41 (1H, s) , 
10. 35 (1H, br s) 

mmm 123 
nmmi 2 2 hmm^hxTm<D^^mt^ 0 

N- [3- [ (4-bTU^;i/^^y) 7 - 9H-7MI/ 

> - 1 -A;i/^^f-^5 K 

MS : 3 9 2 (M+ 1 ) 

NMR (DMSO, 6) : 4. 18 (2H, br s), 4. 49 (2H, 
d, J = 5. 7Hz), 6. 6-7. 0 (2H,m), 7. 10 (1H, d, 
J = 8. 1Hz), 7. 3-8. 2 (12H, m) , 8. 61 (1H, br 
s) , 1 0. 3 9 ( 1 H, b r s) 

Hlfc^l 12 4 

nti&M 12 2 £l^fcLTTiS<ZHb-£-^£»fco 
N- [3- [ [ (5-^n^e-l, 3 — 3-J* s J — )]/— 2 — 4 )\/) 7XJ~\ * 

7iz;i/] - 9 H-7;i/^-|/>- 1 - % )\,i$3r*3r K h* 
MS:476, 478 (l:l,Br ISI&te, M+ 1 ) 
NMR (DMSO, 6) :4. 18 (2H, br s), 4. 44 (2H, 
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d, J = 5. 8Hz) , 7. 0-7. 2 (2H, m) , 7. 2-7. 9 (8 
H, m) , 7. 97 (1H, d, J = 6. 6Hz) , 8. 10 (1H, d, 
J = 7. 2Hz), 8. 37 (1H, t, J = 5. 8 Hz) , 10. 37 (1 
H, br s) 

mmm 125 
mmm 1 2 2 tm^^xTm<D^m^ntz 0 

N- [3 - [ [ (3->^-5--fy*wiM) 75y] -7 

MS : 3 9 6 (M+l) 

NMR (DMSO,<5):2.00(3H,s),4. 1 8 (2H, br s), 
4. 26 (2 H, d, J=6. 2Hz) , 7. 08 (1 H, d, J = 7. 6 
Hz) , 7. 2-8. 2 (12H, m) , 10. 36 (1H, br s) 

Kffiftl 12 6 
mMM 1 2 2 t it C It Tffi©.fli^Kl^f fc. 

N- [3- [ [ (4, 6-i>*5^-2-t>;^;i/) r^y] z> x. 

- 9 H-7;i/^-t/>- l 

MS : 4 2 0 (M + 1) 

NMR (DMSO, 6) : 2. 14 (3H, s) , 2. 28 (3H, s) , 
4. 20 (2 H, br s), 4. 52 (2H, d, J=5. 9Hz), 6. 
2-6. 4 ( 2 H , m) , 7. 09 (1H, d, J = 7. 6Hz), 7. 2 
-7. 8 (8H, m), 7. 84 (1H, br s), 7. 97 (1H, d, 
J = 6. 5Hz), 8. 10 (1H, d, J = 7. 3Hz), 10. 36 (1 
H, br s) 



mm i 2 7 
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mmm 1 2 2 tmm^ vxymo^^mrzo 

N- [3- [ [ (5, 6-y*^-;i/-l, 2, 4-hij7^>-3--f;i/) 

7^ ->] 7 1^] - 9 H-7;v^-i^>- 1 -xjna^-y-K F 

MS : 4 2 2 (M+ 1 ) 

NMR (DMSO, 6 ) : 2. 31 (3H, s) , 2. 38 (3H, s) , 
4. 17 (2H, br s) , 4. 55 (2H, d, J=6. 5Hz) , 7. 
07 (1H, d, J = 7. 3Hz), 7. 2-7. 9 (9H, m) , 7. 9 
7 (1H, d, J = 7. 7Hz) , 8. 10 (1H, d, J = 7. 3Hz) ,. 
10. 32 (1H, br s) 

mum 128 
mmmi 2 2 inm^tuTTfao-fb^^wfeo 

N- [3- [ [ (6-^DD-3-tu^^;i/) r^y] 7 ^ - 

MS : 4 2 7 (M+ 1 ) 

NMR (DMSO, 6) : 4 . 18 (2 H, br s), 4. 56 (2H, 
d, J = 5. 8Hz), 6. 97 (1H, d, J = 9. 3Hz), 7. 10 
(1H, d, J = 7. 6Hz), 7. 2-7. 8 (9H,m), 7. 83 (1 
H, br s), 7. 97 (1H, d, J = 6. 6Hz), 8. 10 (1H, 
d, J = 7. 2Hz), 10. 35 (1H, br s) 

mifcffl 129 

mmm 1 2 2 1 mm\z hxyt^^m^m^o 

N- [3- [ [ (5-lTU^>-3-^;i/-4H- 1, 2, 4-h'J7\7- 

;i/-3 — r;v) t = y ] - 9 H-?)i*u >- 1 

MS : 4 5 9 (M+ 1 ) 
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NMR (DMSO, 6) : 4. 18 (2H, br s), 4. 45 (2H, 
d, J = 6. 6Hz), 7. 0-8. 4 (15H, m) , 8. 54 (1H, 
d, J = 4. 5Hz), 9. 08 ( 1 H, br s) , 10. 37 (1H, 
br s ) 

i 

mmm no 

N- [3- [ (1, 3, 4-^75?7V-;i/-2 — 7 

x-;i/] - 9H-7Wl'>- 1 K 
MS : 3 9 9 (M+ 1 ) 

NMR (DMSO, 6) :4. 19 (2H, br s) , 4. 51 (2H, 
d, J = 5. 7Hz) , 7. 11 (1H, d, J = 7. 8Hz), 7. 2- 
7. 8 (7H, m) , 7. 86 (1H, br s) , 7. 97 (1H, d, 
J = 6. 5Hz), 8. 11 ( 1 H , d, J = 7. 0Hz), 8. 33 (1 
H, t , J = 5. 7 Hz) , 8. 64 ( 1 H, s) , 10. 36 (1H, b 
r s ) 

mmm 1 3 1 

■ 

mmmi 2 2 trnm^vxT^o^m^maa 

n- [3 - c (iH-i, 2, 4-h v t^j—ji- 3 - -r ^ j ) 

7i-JV] -9H-7Ml/>-l-A/l/WU* 
MS : 3 8 2 (M + 1 ) 

NMR (DMSO, <?) :4. 18 (2H, br s), 4. 31 (2H, 
d, J = 5 . 8 H z ) , 6. 77 (1H, t, J = 5. 8Hz), 6. 9 - 
7. 8 (10H,m), 7. 85 ( 1 H , b r s), 7. 97 (1H, d, 
J=6. 6Hz), 8. 10 (1H, d, J = 7. 0Hz), 10. 35 (1 
H, br s) 
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nnm 132 
mmm 122 hmm^vxTt^o^m^ito 

N- [3- [ [ (2-*nn-4-KUs>;iO r^y] 
- 9H-7;i/ti/>- l -*;i/7}f^F-y-5 j? 

MS : 4 2 6 (M+ 1) 

NMR (DMSO, <5) :4. 18 (2H, br s) , 4. 36 (2H, 
d, J = 5 . 8Hz), 6. 4-6. 6 ( 2 H , m) , 7 . 08 ( 1 H , d , 

* 

J = 7. 5Hz) , 7. 3-7. 9 (10H, m) , 7. 97 (1H, d, 
J = 6. 6Hz), 8. 10 (1H, d, J = 7. 4Hz), 10. 37 (1 
H, br s) 

mmm 133 

N— [3- [ [ (2 T^y] 7 

* 

MS : 4 2 7 (M+ 1 ) 

NMR (DMSO, <J) :4. 37 (2H, d, J = 5. 8Hz), 6. 5 
-6. 6 (2H,m), 7. 0-7. 5 (5H,m), 7. 53 (1H, t, 
J = 5. 8Hz), 7. 6-8. 0 (4H, m), 8. 0-8. 3 (2H, 
m), 8. 37 (1H, d, J = 7. 1Hz), 10. 41 (lH,br s), 
1 1 . 4 9 ( 1 H, b r s) 

mmm 134 

N — [3- [ (4-^u^;i/^^ J) -9H-A;wv; 
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MS : 3 9 3 (M+ 1) 

NMR (DMSO, 6) :4. 34 (2H, d, J = 5. 8Hz) , 6. 4 
-6. 6 (2H, m) , 7. 0-7. 5 (6H, m) , 7. 6-8. 3 (7 
H, m) , 8. 36 (1H, d, J = 7. 5Hz) , 10. 40 (1H, b 
r s) , 11. 50 (1H, br s) 

mmrn 135 
mmm 1 5 6 nmmizhTTm<Mb*etw*nitc 

N — [3- [ [ (5-7MD-lH-^>X^^^-2-^/l/) 
MS : 4 4 9 (M+ 1 ) 

NMR (DMSO, 6) :4. 18 (2H, br s) , 4. 54 (2H, 
d, J = 6. 0Hz), 6. 5-6. 8 ( 1 H , m) , 6. 8-7. 8 (1 
1H, m) , 7. 86 (1H, br s) , 7. 96 (1H, d, J = 6. 
6Hz), 8. 10 (1H, d, J = 7. 2Hz), 10. 36 (1H, b 
r s ) 

mmm 1 3 6 
m&m 1 5 8 iimmz^xTmcDfc'&VQttmfco 

N- [3 - [ [ (5 hdr^- 1 H-^>X>T ^*V;i/- 2-j)V) TX 
MS : 4 6 2 (M + 1 ) 

NMR (DMSO, 6) : 3. 70 (3H, s) , 4. 54 (2H, d, J 
= 5. 8Hz), 6. 48 (1H, dd, J = 2. 3Hz, 8. 4Hz), 
6. 75 (1H, d, J = 2. 3Hz), 6. 9-7. 5 (7H, m) , 7. 
6-7. 8 (2H, m) , 7. 95 (1H, br s), 8. 0-8. 3 (2 
H, m), 8. 36 (1H, d, J = 7. 6Hz) , 10. 40 (1H, b 
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r s),10.7(lH, br s) , 11. 51 (1H, br s) 

mmm 137 

(2E) -N- [3 -7;i/^-D- 5 - U KS^>¥)V7* J) 7iz;i/] 
-3- (2-h';7;^n^f;i/7ix;i/) - 2 -7°n^>:p * h* 

mp 103-105 °C 
MS : 4 2 8 (M+ 1) 

■ 

NMR (DMSO, 6) : 6. 37 (1H, d, J = 10. 0Hz) , 6. 
53 (2H, s) , 6. 81-6. 93 (2H, m), 7. 31-7. 49 
(4H, m) , 7. 64 (1H, dd, J = 7. 5Hz, 7. 5Hz), 7. 
73-7. 95 (6H, m) , 10. 44 (1H, s) 

mmm 1 3 8 
mmm 1 4 t.mm^vxTm<D^m^:nrzo 

(2E) — N— [3-^Dn-5 - (^ $: ;^>*s)vt$ ;) - 

3- ( 2-7;i/tD7ir;i/) - 2 -7*D^.>T^ b* 

1 

mp 186-187 °C 
MS : 3 9 4 (M+ 1) 

NMR (DMSO, 6) : 6. 57 (3H, s) , 6. 92 (1H, d, J 
= 15. 8Hz), 7. 04 ( 1 H , s), 7. 24-7. 3 7 ( 2 H , m) , 
7. 3 9-7. 5 6 (4H, m) , 7. 5 5-7. 7 8 (3H, m) , 7. 
9 4 (2H, s) 10. 3 7 ( 1 H, s) 

mmm 139 

(2E) -N- [5- U §Si>*?J],7§S) -2-^f;i/7irM - 
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3- (2-Fij7WD^f/V7x-ji/) - 2 -yxi^T W 
mp 220-222 °C 
MS : 4 2 4 (M+ 1) 

NMR (DMSO, 6) : 2. 24 (3H, s) , 6. 54 (2H, s) , 

6. 67 ( 1 H , d , J = 7 . 6Hz), 7. 07-7. 2 1 (2H,m), 

7. 30 (1H 3 s ) , 7. 39-7. 56 ( 3 H , m) , 7. 63 (1H, 
dd, J = 7. 5Hz, 7. 5Hz), 7. 75-8. 0 3 (6H, m) , 
9 . 5 2 ( 1 H, s) 

■ 

(2E) — N— [5- (-f ^ S'OiSjVT'K J ) -2-^h^ri/7ir;i/] 
-3- (2-h 1 J7/WD^5 L ;i/7iz/l/) - 2-7 , D^>7n* 
mp 208-2 10 °C 
MS : 4 4 0 (M+ 1 ) 

NMR (DMSO, 6) :3. 8 7 (3H, s), 6. 33 (2H, s), 
6. 6 2 (1H, d, J = 7. 0Hz) , 7. 04 (1H, d. J = 8. 7 
Hz), 7. 34 (1H, d, J=15. 6Hz), 7. 40-7. 50 (3 
H, m), 7. 62 (1H, dd, J = 7. 6 Hz, 7. 6Hz), 7. 7 
1-8. 00 (7H, m), 9. 48 (1H, s) 

mmm 1 4 1 

mmm 1 4 tTOt LTTiB©^$>£*#fco 

(2E) — N — [2-^pd-5- (-i ^ 7^>i;;i/^^y ) 7i^;i/] - 

3- (2-h>j7;i/tD^^;i/7xr;i/) - 2 -^*D^.>T ^. h* 
mp 198-199 °C 
MS : 4 4 4 (M+ 1) 
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NMR (DMSO, 6) : 6. 47 (2H, s) , 6. 68 (1H, d , J 
= 8. 3 Hz) , 7. 2 6 (1H, d, J = 1 5. 4 Hz) , 7. 3 5-7. 
69 (6 H, m) , 7. 73-8. 03 (6 H, m) , 9. 68 ( 1 H, s) 

mmm 142 

(2E) — N— [3-^nn- 5 - (>f * S^Ott/UTS. J) 7xr;i/] - 
3 - (2-7d : E7x^;v) - 2-7"d^>7^ P 
mp 9 9 - 1 0 1°C 

MS : 4 5 4, 456 (M+l, Br M&fo) 

NMR (DMSO, 6) :6. 58 (3H, br s) , 6. 81 (1H, 
d , J=15. 5Hz), 7. 02 ( 1 H , s), 7. 31-7. 6 2 (6 
H, m) , 7. 70-7.80 (2 H, m) , 7. 85 (1H, d, J=l 

5. 5Hz), 7. 97 (2H, m) , 10. 37 (1H, s) 

MMm 14 3 

* 

(2E) — N— [3- (-r ^y<>i;;v7^7) - 4 ^ - 

♦ 

3 - ( 2 - h y 7WQ^;i/7i-;i/) - 2-7*d^>7^ k 

mpl 12-1 16 °C 
MS: 424 (M+l) 

NMR (DMSO, d) :2. 04 (3H, s), 6. 16 (2H, s), 

6. 90 (1H, d, J=15. 3Hz), 7. 11-7. 19 (2H,m), 

7. 29 (1H, d, J = 8. 3Hz), 7. 40-7. 51 ( 3 H , m) , 
7. 62 (1H, dd, J = 7. 4Hz, 7. 4Hz), 7. 71-8. 0 
3 (6 H, m) , 1 0. 1 9 ( 1 H, s) 
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mmm 144 

(2 E) — N— [3 - (-f * J V fry % J ) - 4 -jtf h^<>7xzM 
- 3 - ( 2 - h U 7WD^5 : jl/7ir;v) - 2-7n^>7^ h* 
mp 2 13-2 14 °C 
MS : 4 4 0 (M + 1 ) 

NMR (DMSO, 6) :3. 71 (3H, s) , 6. 28 (2H, s) , 
6.88 (1H, d, J=15. 3 Hz) , 6. 97 (1H, d, J = 8 . 
9Hz), 7. 17 (1H, s) , 7. 33-7. 50 (4H, m) , 7.. 
62 (1H, dd, J = 7. 5Hz, 7. 5Hz), 7. 71-8. 00 (6 
H, m) , 1 0. 1 6 (1H, s) 

mmm 145 

(2E) — N— [4-^dd-3- (>T ;i> 7" 7 31 - 

3- (2-F'j7^n^^7izjV) - 2 -7°D^>7^ K 
mp 188-189 °C 
MS : 4 4 4 (M+ 1 ) 

NMR (DMSO, 6) : 6. 49 (2H, s), 6. 88 (1H, d, J 
= 15. 4Hz), 7. 27-7. 50 (6H, m), 7. 63 (1H, d 
d, J = 7. 5Hz, 7. 5Hz), 7. 72-7. 97 (6H, m), 1 
0. 3 7 ( 1 H, s) 

mmm 1 4 6 

(2E) -N- [3- (>f * S fry * J ) - 5- <^ ^frx 

TKS) 7^-)\s] - 3- (2-hU7Mo^f;V7ir^) -2-yn 
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mp 150-155 °C 
MS : 5 0 3 (M+ 1 ) 

NMR (DMSO,<5):3.02(3H, s),6.47(3H,br s) , 

6. 92 (1H, d, J=15. 4Hz), 7. 10 (1H, s), 7. 2 
8(1H, s), 7. 40-7. 51 (3H,m), 7. 63 (1H, dd, 
J = 7. 4Hz, 7. 4Hz) , 7. 70-7. 99 (6H, m) , 9. 6 
8 (1H, s) ', 10. 34 ( 1 H , s) 

i 

mmm 147 

■ 

(2E) — N — [ 3 n n - 5 - (4 ; 

T^y] 7i^jb] -3- (2-^DD7i-/l/) -2-t-d^ 

mp 1 5 8 - 1 6 0°C 
MS : 5 0 3 (M+ 1) 

NMR (DMSO, 6) : 6. 50 (2H, br s) , 6. 57 (1H, 
s) , 6. 86 (1H, d, J=15. 6Hz) , 7. 01 (1H, s), 

7. 23 (2H, d, J=8. 7Hz), 7. 4 1-7. 50 (2H,m), 
7. 50-7. 59 (2H, m) , 7. 73-7. 95 (4H,m), 10. 
0 1 ( 1 H, s) 1 0. 3 7 ( 1 H, s) 



'MM 14 8 

(2E) -N- [3-7DD-5 - [-T^y (2 -7;i/^-D-^>s?;i/) :p = 
7 -3 - (2 - h U ^^^-d^^^^ji^;!/) - 2- 
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mp 209-2 10 °C 
MS : 4 6 2 (M+ 1 ) 

NMR (CDC 1 3 , 6) : 5. 29 (2H, br s) , 6. 49 (lfl, 
d, J=15. 3Hz) , 6. 80 (1H, s) , 7. 08-7. 31 (3 
H, m) , 7. 41-7. 76 ( 7 H, m) , 8. 04-8. 18 (2H, 
m) 

mmm 149 

* 

(2E) -N- [3- [>f ^ y (2 -yfrtirwOifjl) 7 3L-)V] 

- 3 - ( 2 - h U 7WD^^V7ir/i/) - 2-7~u^>-r* H . Jg^Jg 
MS : 4 2 8 (7 D— ffc+ 1 ) 

NMR (DMSO, <5) : 7 . 05 (1H, d , J = 15. 4Hz) , 7. 
37-7. 74 ( 7 H , m) , 7. 77-8. 03 ( 5 H , m) , 8. 48 
(1H, s) , 9. 23 (1H, s) , 10. 07 (1H, s) , 11. 0 
5 (1H, s) , 11. 61 (1H, s) 

mmm 150 

(2 E) -N- [3-^DD-5 - (-f ^ y ) - 2 h^p- 

*>7:r-;i/] - 3- (2-hV7;WD^^V7x-/i/) - 2 -7D^>7 
^ K 

MS : 4 7 4 (M + 1) 

NMR (DMSO, <5) :3. 80 (3H, s), 6. 50 (2H, s) , 
6. 6 4 ( 1 H, s) , 7. 30-7. 55 (4H, m) , 7. 63 ( 1 H, 
t, J = 7. 4Hz), 7. 75-8. 05 (7H, m), 9. 71 (1H, 
s) 
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(2E) — N— [3 -5DD- 5 - U * ;-<>i?JlT^ J ) 

-3- (2-h'j7Mo^^7x-;i/) - 2 -/nA>7 
MS : 4 7 4 (M+ 1 ) 

NMR (DMS O, <5) :3. 68 (3H, s) , 6. 53 (2 H, br s), 

6. 84 (1H, d, J=15. 3Hz), 7. 00 (1H, s), 7. 4 
0-7. 46 ( 3 H , m), 7. 55-7. 69 ( 2 H , m) , 7. 71- 
8. 06 (6H, m) , 10. 23 (1H, s) 

mmm 152 

(2E) -N- [2, 4-V7)V*U- 5 - IX ^ J ( 4 - T-tr X J 

^>V)\s) YX;~\ 7xr;i/] - 3- (2-h'j7MD^^7i^;i/) 

mp 180-185 °C 
MS : 5 0 3 (M+ 1) 

NMR (DM SO, 6) :2. 07 (3H, s) , 6. 54 (2H, s), 

7. 14 (1H, d, J=15. 3Hz), 7. 29 ( 1H, t, J=10. 
8Hz), 7. 60-7. 95 (1 OH, m) , 10. 0 3 ( 1 H, s), 
10. 12 ( 1 H, s) 

-■ 

nmm 153 

m.MM 1 4 il^tiLT. 1 : l©U>^h (2E) — N— [3-^DD 
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-3- (2-h'j7;i/tn^5 L ;i/7x-;v) - 2 -zru^>y * Wtikfc* 

mp 1 8 0 - 1 8 5°C 
MS : 5 3 7 (M+ 1 ) 

NMR (DMSO, <5) :3. 17 (3H, s) , 6. 89 (1H, d, J 
= 15. 4Hz), 7. 29 ( 1 H, s), 7 . 36-7. 43 (2 H, m) , 
7. 60-7. 96 (9H, m) , 9. 40 (2H> br s) , 10. 5 
1 ( 1 H , s ) , 10. 76 (1H, s ) , 11. 36 (1H, s) 

mmm 154 

(2E) -N- [2, 3-S^on-5- (>r 5. y^>^;i/7-^ J ) 
;U] -3 - (2-h'j7;V*D^f/l/7i-/V) - 2 - 7n^>75 F 
mp 213-214 °C 
MS : 4 7 8 (M+ 1) 

NMR (DMSO, (5) : 6. 67 (2H, s) , 6. 89 (1H, s) , 
7. 25 (1H, d , J=15. 3 H z ) , 7. 40-7. 50 (4H,m), 
7. 64 (1H, t, J = 7. 5Hz), 7. 75-7. 98 (6H.ni), 
9 . 8 2 ( 1 H, s) 

%mm 155 

fatten*- ;t> (1ml) fp(D (2E) -N- [2, 3-5>*DD-5- (-T 

£ y j ) ?^-;i>] - 3- (2- h U7;i/^-n^^;i/7ai^;v) 

- 2 -7"D^>7^ H (5 Omg) \zmm^)^4Nmm ( 1ml) 

^.feo immmm&. mmzwix^ A^tv-e^^'j-^cu (2 

E) -N- [2, 3-^^DD-5- (>f ^y"0^;i/T^>>) 7i^H 
-3- (2- F'J7;WD^f/l/7i-/V) - 2 -7*D^>7^ K -Jtg^ffl 
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(Hmg) SW€&©SH3ej^H^«jfcbT»fco 
MS : 4 7 8 (7'J-fr+ 1) 

NMR (DMSO, 6) : 7. 12-8. 22 (13H, m), 9. 2 4 (1 
H, s), 9. 98 (1H, s), 10. 21 (1H, s) , 11. 68 (1 
H, s) 

mum 15 6 

ttMb.**-U> (1ml) tfT-3- (1, 2-^^^l/-lH-^^\/- 

5 --r;i/) - 5 -y )\y^uzr- y > ( 6 2 mg) t h 5 > (7 

3mg) Og^tii:igT7/l/ti/>ii;i/^>i^DiJ f (145mg) £ 

mztzo emmmn^, M^4ftixf;i/ (5 mi) t*#^Us tk o 

— r V7Qt/l/x- ^;i/©$B-&*jj-c»fifcU N- [3 - (1, 
5 L /V-lH-^5^;-/l/-5-^;i/) -5-7WD7x-;v] -9H- 
y)l*U>- 1 b* (5 5mg) LTfifco 

MS : 3 9 8 (M+ 1 ) 

NMR (DMSO, 6) :2. 37 (3H, s), 3. 60 (3H, s), 
4. 21 ( 2 H\ br s) , 6. 97 (1H, s), 6. 9-7. 2 (1 
H, m), 7. 3-7. 5 (2H.ni), 7. 5-7. 9 (5H, m) , 7. 
99 (1H, d, J = 6. 5Hz), 8. 14 (1H, d, J = 7. 2Hz), 
10. 6 2 ( 1 H, s) 

mmm 157 

n- [3-^dd- 5 - (i, 2-i;^f;p-iH — r^*v— ^-5 — r 
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MS : 4 1 4 (M+ 1) 

NMR (DMSO, 6) : 2. 37 (3H, s) , 3. 59 (3H, s) , 
4. 21 (2H, br s), 6. 98 (1H, s) , 7. 2-7. 9 (7 
H, m) , 7. 9-8. 1 (2H, m) , 8. 14 (1H, d, J = 7. 3 
Hz) ,10. 60 (1H, s) 

mn&m 15 8 

3 - (1, 2 /I/- 1 H-f 5 - 5 h^f- 

*/7—V > ( l . 0 7gK l ^yj^v>^)v^>m ( l . 2 4 g) N l 

-t Kn^^>V"> ,J ^V— ;V ( 7 9 9 mg) \ 4 -S^^Jl/T'S. y U 
^> (7 2 2mg) fcjfrfb;* ^ U > (50ml) fcl 3 

- (3-^^W^7Dt;v) 5. H • MWm (1. 1 3g) 

^S^T^MT-iP^fco 2 BI^Jt#gK S^Sifi'&toS 1N-M (2 0 0m 

i) tcm^o &m.Ltzfrmmm*i&ih*?']s> (200ml) -e^u 

lN-zkKfls;*- h D U Jfrfb* > (2 0 0ml) -e3nittm 

; l->2-»3%) N Sixf;i/- n -A4f> (1 : 2) f 
M»U N— [3 - ( 1 , 1 H->f ^ 5 -w;v) 

-5-^h^^>7izjP] - 9 H-7;i/^-l/>- 1 -#;i/*3r-b-^ K (1. 

16g) Sii6|g B 1i:UTf|fco 

MS : 4 1 0 (M+ 1) 

NMR (DMSO, 6) : 2. 36 (3H, s), 3. 57 (3H, s), 
3. 81 (3H, s), 4. 20 (2H, br s), 6. 7-6. 8 (1 
H, m), 6. 89 (1H, s), 7. 3-7. 5 (3H, m), 7. 5- 
7. 7 ( 3 H , m) , 7. 74 (1H, d, J = 7. 7Hz), 7. 9-8. 
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1 (1H, m), 8. 13 (1H, d, J = 7. 5Hz) , 10. 40 (1 
H, br s) 

MMffl 1 5 9 

mrnmi 5 6 ^mm^vxTmo^m^mtzo 

n- [3 - ( 1, 2-^5^- iH--r ^*v-;i/-5 — r;v) - 5- (4 

MS : 4 6 5 (M+ 1) 

NMR (DMSO, 6) : 2. 35 (3H, s), 3. 0-3. 3 (4H, 
m) , 3. 56 (3H, s) , 3. 6-3. 9 (4H, m) , 4. 20 (2 
H, br s) , 6. 72 (1H, s) , 6. 86 (1H, s) , 7. 2- 
7. 8 (7H, m) } 7. 9-8. 1 (1H, m) , 8 . 11 (1H, d, 
J = 7. 2Hz) , 10. 2 9 (1H, s) 

HJS^J 16 0 

mmmi 5 8 iiim«ii3bTTf3©^^^^feo 

(2E) -N- [3-*DD-5- (1, 

;v-5--r;i/) 7 -3 - [2- (hij7ji/tn^f;i/) 7 ^— 

MS : 42 0 (M + 1 ) 

NMR (DMSO, 6) :2. 36 (3H, s) , 3. 57 (3H, s), 
6. 87 (1H, d, J=15. 3Hz), 6. 97 (1H, s), 7. 2 
-7. 3 (1H, m), 7. 5-8. 0 (7H, m), 10. 65 (1H, 
b r s ) 



mm i6i 

3 - ( 1 , 2 -^*^;i<- IH-f )V- 5 - 5 
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y > (52mg) t 6 -yj\/^xi- 9 H-#;wW— ;v- l 
>^ (55mg) <Z>*frfb.*^-l/> (2ml) 1 -^^-;v-3- (3 

7u¥)V) i3)l>T$*jj * J« . *ggg% ( 6 9 mg) £N, N 

-^^^;i/T^Vtf>; ^> (15m g) £*Q;t> 1 submit j# 

5febfco a^^^^y~;VT'3|&#b> fclJfcU 16* U- N- [3 - (1, 2 
-5?^;V-1H — r ^ 5--( JV) - 5 h*i/7^-))s] - 

6 -yjV^rv- 9 H-*;WW— 1 -*;i/#=*t*-* P (40mg) 

AP C I -ma s s ; m/z 4 2 9 . 4 0 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2. 37 (3H, s) , 3. 59 (3 
H, s), 3. 83 (3H, s), 6. 74 (1H, s) , 6. 91 (1H, 
s ) , 7. 2-7. 4 ( 2 H , m) , 7. 53 ( 1 H , t, J = 1 . 4Hz), 
7. 62 (1H, t, J = 2. 0Hz) , 7. 71 (1H, dd, J = 4. 
6Hz, 8. 9Hz), 8. 03 (1H, dd, J = 2. 5Hz, 9. 3H 
z) , 8. 13 (1H, d, J = 7. 2Hz), 8. 40 (1H, d, J = 
7. 6Hz), 10. 44 (1H, s), 11. 56 (1H, s) 

mmm 1 6 2 

N- [3- (1, 2 lH--f 5 - 5 

Y*i/7 x.-fr] - 9 H-*;wsvr— ;v- 1 -*;i/^^r1J-^ K 

APCI-mass ;m/z411. 40 (M + H + ) 
'H-NMR (DMSO-d6) : <S ; 2 . 37 (3H, s), 3. 59 (3 
H , s), 3. 83 (3H, s), 6. 74 (1H, t, J = 1 . 8Hz), 
6. 91 (1H, s), 7. 21 (1H, t, J = 7. 5Hz), 7. 31 
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(1H 5 t, J = 7. 7Hz) , 7. 42 (1H, t, J=7. 6Hz), 

7. 54 (1H, s) , 7. 63 (1H, t, J=2. 0Hz) , 8. 10 
(1H, d , J = 7. 7Hz), 8. 18 (1H, d, J = 7. 7 H z ) , 

8. 38 (1H, d, J = 7. 6 Hz) , 10. 43 (1H, s), 11. 
5 0 ( 1 H, s) 

mmm 1 6 3 

N- [3-47DD-5- (1, 2 1 H--f 5 ->f 

AP C I -ma s s ; m/z 4 1 5 . 27 (M + H + ) 
*H — NMR (DMSO-d6) :d;2. 38 (3H, s) , 3. 61 (3 
H, s) , 6. 99 (1 H, s), 7. 2-7. 5 (4H, m) , 7. 72 
(1H, d, J = 8. 0Hz) ,' 7. 84 (1H, t, J=l. 6Hz) , 
8. 1-8. 3 (3H, m), 8. 40 (1H, d, J = 7. 5Hz), 1 
0. 6 1(1 H, s) , 11. 5 3(1 H, s) 

mmm 1 6 4 
mmmi 6 1 ^nm^^xym^h^m^ntco 

N — [3-^nn-5 - (1, 2 1 H--Y 5 --f 

;i/) - 6 - 7MD - 9 H-A/l//^;-JV- 1 - K 

AP C I -ma s s ; m/z 4 3 3 . 2 0 (M + H + ) 
l H-NMR(DMSO-d6) : d ; 2 . 37 (3 H, s), 3. 61 (3 
H, s) , 6. 98 (1H, s), 7. 2-7. 4 (3H, m) , 7. 70 
(1H, dd, J = 9. 3Hz, 4. 6 Hz), 7. 83 (1H, s), 8. 
04 (1H, dd, J=9. 3Hz, 2. 5Hz), 8. 1-8. 3 (2H, 
m), 8. 42 (1H, d, J = 7. 6Hz), 10. 61 (1H, s), 
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11. 5 0 (1H ) s) 

nnm i 6 5 

N- [3-^DD-5- (1, 2 -SM*-/1/- 1 H->T KW-)V- 5-J 

)i) 7 - 2, — r > F— 7 -jjjvum-y-^ 

APCI-mass;m/z 3 9 3. 3 3 (M + H + ) 
'H-NMR (DMS0-d6) : <S ; 2 . 18 (3H, s) , 2. 37 (6 
H, s), 3. 59 (3H, s) , 6. 96 (1H, s) , 7. 09 (1H, 
t , J = 7. 7 H z) , 7. 23 (1H, t, J = 1 . 7Hz), 7. 63 
(1H, d, J = 7. 7Hz) , 7. 71 (1H, d, J = 7. 7Hz) , 
7. 81 (1H, s), 8. 11 (1H, t, J = l. 9Hz) , 10. 4 
4 ( 1 H, s) , 10. 8 0 ( 1 H, s) 

HJfc0!l 16 6 

^jfs^ji 6 1 iimmfcvxTm<Dih&y>}%mco 

N — [3 -^DD- 5 - (4, 5 1 ^ ;V- 1 --f 

y 3i - 9 H-7;b^-i/>- 1 -*;i/^^rit$ h* 

APCI-mass;m/z414. 33 (M + H + ) 
'H-NMR (DMSO — d6) : d ; 2. 12 (3H, s), 2. 15 (3 
H, s) , 4. 21 (2H, s) , 7. 3-7. 5 (3H, m) , 7. 5- 
7. 9 (5H.ni), 7. 98 (1H, d , J = 6. 4Hz), 8. 05 (1 
H, t, J = l. 8Hz), 8. 15 (1H, d, J=6. 8Hz), 10. 
7 0 ( 1 H, s) 



mm 1 6 7 
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* 

mmm 1 6 1 tmm^^xrmo^^ntco 

N- [3-*DD-5- (4, 5-^^^;i/-iH-^$^;-;i/-l->f 

APCI-mass ;m/z415. 20 (M + H + ) 
1 H — NMR (DMSO-d6) : d ; 2 . 14 (3H, s) , 2. 17 (3 
H, s) , 7. 21 (1H, t, J = 7. 5Hz), 7. 3-7. 5 (3H, 
m), 7. 6-7. 8 ( 2 H , m) , 7. 87 (1H, t, J = 1 . 9Hz), 
8. 1-8. 3 (3H, m) , 8. 41 (1H, d, J = 7. 5Hz) , 1 
0. 7 1(1 H, s) , 11. 5 4(1 H, s) 

mmm 1 6 8 
mum i6i £ia«fcbTTE©'fc-&4&%»fco 

N— [3-^DD-5 - (4, 5-^^^-lH — f 1 
y - 2, — r > F— )V- 7 

APCI-mass ;m/z 3 9 3. 3 3 (M + H + ) 
X H — NMR (DMSO-d6) : <5 ; 2 . 12 (3H, s), 2. 15 (3 
H, s), 2. 19 (3H, s), 2. 36 (3H, s) , 7. 10 (1 H, 
t, J = 7. 7Hz), 7. 30 (1H, t, J=l. 9Hz), 7. 64 
(1H, d, J = 7. 7 H z ) , 7. 7-7. 9 ( 2 H, m) , 7. 84 (1 
H, t , J = 1 . 7Hz), 8. 15 (1H, t, J = 1 . 9Hz), 10. 
55 (1H, s), 10. 82 (1H, s) 



mmm 1 6 9 
mmmi 6 1 tmm^vxTmaxt^^mzo 

N- [3- (4, 5-i?*3-Jl~ 1 ^ ¥"J—;i- 1 J]y) - 5 

h^^7x-;v] - 9 H-^;v^-ix>- 1 -*;V5^^r-t?-5 K 

1 
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APCI-mass ;m/z410. 47 (M + H + ) 
1 H — NMR (DMSO-d 6) : 6 ; 2 . 12 (3H, s) , 2. 14 (3 
H, s) , 3. 82 (3H, s) , 4. 2 0 (2H, s) , 6. 7 5 (1 H, 
t, J = 2. 0 H z ) , 7. 3-7. 5 ( 3 H , m) , 7. 5-7. 7 (4 
H, m) , 7. 74 (1H, d, J = 7. 7Hz), 7. 98 (1H, d, 
J = 6. 2Hz), 8. 13 ( 1 H , d, J = 6 . 6Hz), 10. 5 2 (1 
H, s) 

mmm 170 

n- [3- (4, 5 1 H-^f ^ ;v- 1 -5-* 

hJpi/7i^] -9H-A/W^;-/V-l-*/l/W^ K 
APCI— mass ; m./ z 4 1 1 . 33 (M + H + ) 
l H-NMR (DMSO-d6) : 6 ; 2. 13 (3H, s), 2. 16 (3 
H, s) , 3. 85 (3H, s) , 6. 76 (1H, t, J = 2. 0Hz), 
7. 20 (1H, t , J = 7. 1 H z ) , 7. 31 ( 1 H , t, J = 7. 7 
Hz), 7. 42 (1H, t, J = 7. 1Hz), 7. 56 (1H, t, J 
= 1. 7Hz) , 7. 6-7. 8 (3H, m) , 8. 10 ( 1 H, d, J = 
7. 7Hz) , 8. 17 (1H, d, J = 7. 6Hz), 8. 39 (1H, 
d, J = 7. 7Hz), 10. 53 (1H, s), 11. 5 0 (1H, s) 

mmm n 1 
mmmi 6 1 hmm^^xym^t^^mt^o 

N— [3- (4, 5 1 H--C )V- 1 --ov) - 5 

h^'>7ir;i/] -2, 3-^^f;i/-lH — f 

APCI— mass ; m/ z 3 8 9 . 2 7 (M + H + ) 
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'H-NMR (DMSO-d6) : <5 ; 2 . 12 (3H, s) , 2. 13 (3 
H, s), 2. 18 (3H, s) , 2. 36 (3H 3 s) , 3. 83 (3H, 
s) , 6. 73 (1H, t, J=2. OHz) , 7. 09 (1H, t, J = 

7. 6 H z ) , 7. 53 ( 1 H , s), 7. 6-7. 7 (2H, s), 7. 
71 (1H, d, J = 7. 1Hz), 10. 36 (1H, s) , 10. 77 

(1H, s) 

mmm 1 7 2 
mmmi 6 1 tim*iCLTTiE<mbi»£i#&o 

N— [ 3 - vTV - 5 - (4, S-^^^-lH-f^^V-l-f 

APCI-mass ;m/z40 5. 4 0 (M + H + ) 
'H-NMR (DMSO-d6) :<J;2. 13 (3H, s), 2.16 (3 
H, s) , 4. 22 (2H, s) , 7. 3-7. 9 (7H, m) , 7. 99 
(1H, d, J = 6. 7Hz), 8. 11 (1H, t, J = 2. 0Hz), 

8. 16 (1H, d, J = 6. 8Hz), 8. 31 (1H, t, J=l. 6 
H z) , 1 0 . 8 5 ( 1 H, s) 

mmm 173 
mmm 1 6 1 nmm^LxTm^h^^ntdo 

N— [3- (5-^nD-4-^^;i/-lH-^5^;-;i/-l-^;i/) 7 
- 9 H-#;ws\/— ;v- l —to fruits. F 

APCI— mass ; m/ z 4 0 1 (M + H + ) 

'H-NMR (DMSO-d6) : <S ; 2 . 19 (3H, s) , 7. 22 (1 
H, d, J = 8. OHz) , 7. 32 (1H, t, J = 7. 7Hz), 7. 
42 (1H, t, J = 7. 6Hz), 7. 59 (1H, t, J = 8. 0Hz), 
7. 70 (1H, d, J = 8. 0Hz), 7. 9-8. 3 ( 5 H , m) , 8. 
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39 (1H, d, J = 7. 8Hz), 10. 65 <1H, s), 11. 51 
(1H, s) 

mmm 174 
m.mmi 6 1 hmm^^xTm<Dit^^mco 

N- [3- (5 -^no-4-^f;i/- 1 H--r )l- 1 ->f )V) 7 

-9H-7;i/tP>-l-*;vWvl ? 

APCI-mass ;m/z 4 0 0. 2 7 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2 . 17 (3H, s) , 4. 20 (2 
H, s), 7 . 21 (1H, d, J = 7. 7Hz), 7. 3-7. 7 (5H, 
m), 7. 75 (1H, d,J=6. 7Hz), 7. 9-8. 1 (4H, m) , 
8. 14 (1H, d, J = 6. 7Hz) , 10. 63 (1H, s) 

mMm 17 5 

9H-^;V^-lx>- l-£;u#>^ (8 3 5mg) £3-*^;i/-N 2 - 
(2 -If U - 2, 5-KU^7^> (8 4 5mg) ©J^Yb 

(30ml) 1 -ai^;]/- 3 - (3-i^^^7U7 

d^;v) *;i/>tfiM 3. K • ( 1 . 14g) fc4-5>**\n/r$ ^ t u 

(242mg) £fln;U 18^fP^m^bfeo 

iifeoBiS^U*y;i/*7Ai'Dx' h^^7-f — (->u*^;n 50g, 
1-4% ^-awb^i'^fcffi) -c»»u N- C5-pt^-;i/- 

6- [ ( 2 r^y] -3-£U^;i/] -9H- 

7fr*V>- 1 -jbM^-frS \* ( 1 . 1 4 g) fco 
APCI— mass ; m/ z 4 0 7 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 2 . 20 (3H, s), 4. 
17 (2H, s), 4. 66 (2H, d, J = 5. 8Hz), 6. 55 (1 
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H, t, J = 5. 8Hz), 7. 19-7. 74 (9H, m) , 7. 96 (1 
H, d, J = 7. 1Hz), 8. 08 (1H, d, 3 = 7 . 1Hz), 8. 
12 (IE, d, J = 2 . 3Hz), 8. 50 ( 1 H , d, J = 4 . 5Hz), 
10. 02 (1H, s) 

mmm 1 7 6 

9H-7;i/tl/>- 1 -* (178mg) £N 2 - (2-tTU^ 

jv^^-jv) -3- ( b u - 2, 5-^u^;v^r^> (2 

30mg) ©«Wb.X*-l/V (5. 0ml) 1 -^JV- 3 - (3 

-i/^f;i/T*y7Dt;i/) -toJW&yj * h* -Jg^Jg (2 4 4mg) h4- 

^^^;i/7^yif'Ji;> (52mg) £Sn>u i8raa#bfc, 

- [6- [ T^y] -5- (hU7MD^f/l/) 

-3-KUi?;V] - 9 H-7;i/^-l/>- 1 -*;i/jJ^dp-9-^ (143mg) 

APCI-mass;m/z461 (M+l) 

NMR (200 MHz, DMSO-d6) : d ; 4. 20 (2H, s), 4. 
73 (2H, d, J = 5. 4Hz), 7. 1 1 (1H, t, J = 5. 4Hz), 

7. 2 2-7. 78 (8H, m), 7. 97 (1H, d, J = 6. 5Hz), 

8. 12 (1H, d, 3 = 7 . 0Hz), 8. 3 6 (1H, d, 3 = 2. 3 
Hz), 8. 52 (2H, d, J = 4. 2Hz), 10. 33 (1H, s) 

nmm 177 

9H-7Ml/>- 1 -5b;i/**>& (1 67mg) i:N 2 -^;b-N 2 - 

( 2 - £ u s^;i/* ^;i/) - 2 , 5 - tr u *?frV7 x > ( 1 7 0 mg) 

j*^U> (6. 0ml) tbmmmtzl-^3-)\s-3- (3-V*?)),T$. J 
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7>ot;i/) li)Vi$i?<i $ F -MMM (2 2 8mg) i:4-^f;v7^t: 

iji;> (48mg) MtU 1 8^0:#bfco U^^Mit^^\y>^ 

*ufeo aaE^^^^wi/tf^u *biu <£*u n- [6- c^^jv 

(12 1mg) W:. 
APCI— mass ; m/ z 4 0 7 (M+l) 

NMR (2 0 0MHz, DMSO-d 6) : <5 ; 3 . 13 (3H, s), 4. 
19 (2H, s) , 4. 86 (2H, s), 6. 71 (1H, d, J = 9 . 
1Hz) , 7. 12 (1H, d, J = 7. 8Hz), 7. 25-7. 76 (7 
H, m) , 7. 91 (1H, dd, J = 9. 1Hz, 2. 6Hz), 7. 9 
6 (1H, d, J = 7. 5Hz), 8. 09 (1H, d, J = 6. 7 Hz), 
8. 41 (1H, d, J = 2. 4Hz) , 8. 52 (1H, d, J = 4. 8 
Hz) , 1 0. 1 3 (1H, s) 

%mm 17 8 

9H-7Wl/>- l-i3)],-#>n (1 5 lmg) 
^^, ;V _ N 2_ -2, 5-K'JW7^> (18 

5mg) ©m^b^^l/V (6. 0ml) 1 3 - (3- 

J?^;i/7U7D^) *;M*SM ^ t* (2 0 7mg) k.4-i? 

(44mg) %»p^> 1 8mmmnhtco m&m*M. 

*y;i/2 0g, 3-5% **y-/i/-«Mb**-i'>*HH) T-SISUs N- 

[5-^nn-6- 7^7] 

- 9H-7/l/tl'>- 1 -jb/HWJ-S M12 9mg) £#fco 
APCI— mass ; m/ z 4 4 1 (M+l) 
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mmm iso 

9H-7J^l/>- 1 -jj)l>7$>m (160mg) £N 2 - [ (3-^^- 
)l- 2-¥Vi?)l) -2, 5-K'J^7^> (1 6 4mg) © 

mih^^U> (6. Oml) - (3-^^^-;VT 

^ >> 7*0^) ijjutfp't ^ p • ( 2 2 Omg) i:4-y^f;i/7^ 

^KUS>> (47mg) %J0*.x 18Wjflfe 0 »^»ft8Hfe**-l/> 

*e*bfcoM&**>'--;uTM&«¥ ! U atStU 16ft u N— C 6 — [ [ ( 3 
-**7i/- 2 -3-tfU^;H - 9H-7;i/ 

(16 1mg) §ffc 0 
APCI-mass ;m/z407 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : <? ; 2 . 35 (3H, s) , 4. 
19 (2H, s) , 4. 54 (2H, d, J = 5. OHz), 6. 72 (1 
H, d , J = 8. 9Hz), 6. 80 ( 1 H , t, J = 5 . OHz), 7 . 
23 ( 1 H, dd, J = 7 . 5Hz, 4. 8Hz), 7. 32-7. 82 (7 
H, m) , 7. 97 (1H, d, J = 6. 9Hz) , 8. 09 (1H, d, 
J=6. 9Hz) , 8. 35 (1H, s), 8. 38 (1H, d, J = 8. 
9Hz) , 10. 0 6 (1H, s) 

mmm 1 8 1 

9K-7JV*\/>- 1 (190mg) i:N 2 - [ 

d — (5-hU7;^D^^i/) -2 -try - 2, 5-t;u 

*J)Vi?m> ( 3 2 Omg) com4h*3-l>> ( 5 . 5ml) 4>Mtt£ 1 - 

i^;i/-3- ( 3-^^^;i/^* j yv^jv) -iDvar^j^ ^ h* • mmm ( 2 

59mg) ^4-^^f^.7^t'J^> (55mg) £flP;U 18B#F^ 
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h^97-r — (syu*^;i/3 5 g, 3-5% s—ft-mhtrvym 

m) x-mmv, n- [e — [ [ [3-*nn-5- (hij?/^^^) 

l-^WU- (98mg) £f#fco 
APCI-mass ;m/z 4 9 5 (M+l) 

NMR (200MHz, DMSO-d6) : ; 4 . 17 (2H, s), 4. 
66 ( 2 H , d, J = 5. 8 Hz), 6. 64 (1H, d, J = 8. 9Hz), 
7 . 2 4 ( 1 H , t, J = 6. 1Hz), 7. 31-7. 72 (6H, m), 
7. 82 (1H, dd, J = 8 . 9Hz, 2. 5Hz), 7. 96 ( 1 H , 
d, J = 6. 5Hz), 8. 07-8. 16 ( 2 H , m) , 8. 26 (1H, 
d, J = 2. 4Hz), 8. 90 (1H, s), 10. 06 (1H, s) 

mmm 1 8 2 

9 1 -l3)Vi$>m (3 6 5m g) tN 2 - 5> 

;i/^^;i/) - 2, 5-KU^;V^T5> (3 8 8mg) ©^b^^l/> (8. 

0ml) #SUB*fc l 3- (3-y^f/V7$y7 , Dt;i/) 

5 K (5 0 Omg) k4-^^^;i/7^t'Ji;> (10 5 

mg) ^jn^.. i 8mmmnvtc 0 sB^sEMb^uv-cfcjRu 

§^-fV7 , D^;n-f;i/i:^^;-;i'T*»u ffijiu N - [6 

- [ (3 u ^;i^?-;i/) 7^;] -3-trus?;i/] - 9H-7/vtu> 

- 1 -*;i/^^-y-5 K (2 1 5mg) £*#fco 
APCI-mass ;m/z 3 9 3 (M+l) 

NMR(200MHz,DMSO-d6) : <S ; 4 . 18 (2H, s), 4. 
50 (2H, d, J = 6. 0Hz), 6. 58 (1H, d, J = 8. 9Hz), 
7. 06 (1H, t, J = 6. 0Hz), 7. 30-7. 82 (8H,m), 
7. 96 (1H, d, J = 6. 5Hz), 8. 09 (1H, d, J = 7. 1 
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Hz), 8. 32 (1H, d, J = 2. 4Hz), 8. 43 (1H, dd, 
J=l. 5Hz, 4. 7Hz), 8. 56 (1H, d, J=l. 7Hz), 
10. 0 6 ( 1H, s) 

mmm 1 8 3 

9H-7Ml/>- 1 -ti^>m (17 2m g) £N 2 - [2 - ( 2 - 
VfUSW) -2, 5-KiJ^y7^> (1 8 Omg) ©^-fb*?- 

V> (4. Oml) tfI»l-x^V-3- (3-^^W^7D 
tr;i/) #;i/JtfiM * h* -mmm. (2 3 5mg) J:4-^W^tiJ^ 
>(5 Omg) ^Sn^s 1 8 B5lim#bfco«^«*ttto*^l/ U 
tK i: A^7jcT-^# U JJfttt v ^ * 3/ £ A T?lfc» UMJEETT* * g* b o 

JSit***;'— /1/*C»«*<U 3§lfcL. $6*U N — [6 - [ [2 - (2-H 

^^y] -3-trut>;i/] -9H-7^u>-i-*;i/ 

>' (4 5mg) £#fe 0 
APCI-mass ;m/z407 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : <5 ; 3 . 00 (1H, t, J = 
6. 7Hz), 3. 59 (2H, td, J = 6. 7Hz, 6. 2 H z ) , 4. 
19 (2H, s), 6. 48-6. 52 (2H, m), 7. 19-7. 75 
(9H, m), 7. 97 (1H, d, J = 6. 5Hz) , 8. 09 (1H, 
d, J = 7. 3Hz) , 8. 33 (1H, d, J = 2. 3Hz) , 8. 51 

* 

(1H, d, J = 4. OHz) , 10. 05 (1H, s) 
H#£03 18 4 

l-*;i/^>M(3 6 6mg) tN 2 -^>^V-2, 
5 3?;i/^r^ > (4 4 Omg) CD^b^^V> (8 . Oml) *5S#I 

i&fcr 1 3 - (3 -^^l/TS. y *;Ht*3M X K • M 

(5 0 Omg) fc4-^^f;V7Utr | J^> ( 1 0 6mg) £#Q>U 
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1 8mmmn^feo m^^mt^^u>n^mhs zk^^Mtk-c^u 

)V^-y-)vt^^ y-;i/-m#u atnu &M\ss N— [6- 

T^y) -2-t^U - 9H-7Wl/>- 1 -#;i/*~3r1^ K (2 0 

5mg) £#fco 

APCI-mass ;m/z 3 9 2 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 4. 18 (2H, s) , 4. 
48 (2H, d, J = 6. 1Hz), 6. 55 (1H, d, J = 8. 9Hz), 

6. 98 (1H, t , J = 6. 1 H z ) , 7. 20-7. 80 ( 1 1 H , m) , 

7. 96 (1H, d, J = 6. 6Hz), 8. 08 (1H, d, J = 7. 1 
Hz), 8. 30 (1H, d, J = 2. 4Hz), 10. 05 (1H, s) 

mmm 1 8 5 

9H-7ML'>- l-li)ltf>M (7 3mg) t 3 - (4-WV)V* 
^;i/) ?-iJ> (64mg) <Z)ttHb.**-U > (3. 5 m 1 ) 4>H®?&tcl - 

oi^;i/-3- (3-^^f;i/7^7 7nt;i/) ^ h* • mSffi ( 1 

OOmg) £4 y US^> (2 lmg) £in*.x 1 8B$f!§« 

f^7^-(^'J*^H5g, 1-4% ^-mh^^u>m 

m) -cm^iL. N- [3- (4 -eU^l/^^U) -9H-7;i/ 
^-l/>- 1 -5b;i/^^r-y-^ K (9 6mg) *ntz 0 
APCI— mass ; m/ z 3 7 7 (M+l) 

NMR (2 0 OMH z, DMSO-d6) : <? ; 3 . 99 (2H, s), 4. 
17 (2H, s), 7. 02 (1H, d, J = 7. 5Hz), 7. 25-7. 
72 (10H, m) , 7. 97 (1H, d, J = 7. 9Hz), 8. 10 (1 
H, d, J = 7. 2Hz) , 8. 48 (2H, dd, J=l. 4Hz, 4. 
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5Hz) , 10. 30 ( 1 H, s) 

mmm i 8 6 

N- [3- (l, 2 --oy^ vt^t^;-;i/ - 3 - >f;V7^ ) -5-* 

mp 133-135 °C 
MS : 4 24 (M + 1 ) 

NMR (DMSO, 6) : 6 . 93 ( 1 H, d, J = 15. 6Hz) , 7 . 
35-7. 67 (8 H, m) , 7 . 76-7. 85 ( 1 H, m) , 7. 9 2 
(1H, d, J=15. 6Hz), 8. 05 (1H, s), 8. 17 (1H, 
d, J = 7. 9Hz), 9. 8 8 (1H, s), 10. 59 ( 1 H , s) 

m&m+ (H 2 0) 0 : C ; 5 9 . 7 4, H ; 3 . 87, N; 9. 50 
mWfe :C; 59. 69, H ; 3 . 89, N;9. 51 

mmm 1 8 i 

§ 

7 2 , 3—*?M F n V [b] t>4 

i(146mg) ©^b^ fl/>(3ml) *M^&£igfb*-3r1t U )V ( 0 . 
15ml) tN, N-y^fMM?5 H (-*§) ^iP^., 

i§ L fc*3 L \s> (3ml) tfcD3- ("f ^ ^V— — 1 T-V> (1 

llmg) fcK»JS?> (0. 17ml) ©!!^£J:iBT**S-£ftfcM'fb#l 
©ffi'fb^5 L l/> (3ml) »1*oiniU ^^^^T?2^FPJ«fc# 

bs 7-7;i/^-D-2, 3 -S?t h*D-^>*; [b] *-3r-fe tf> 
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4-AM>i(3-^f^V-;i'-i-'f;i/-7iz;v) -r^ f (10 
5mg) 

APCI-mass ;m/z 3 5 0 (M + H + ) 

1 H — NMR (DMSO-d6) :6 s ; 2. 98 (2H, t, J = 4. 5H 
z) , 4. 25 (2H, t, J = 4. 7Hz), 7 . 07 ( 1 H, dd, J 
= 15. 4Hz, 5. 1Hz), 7. 1-7. 3 ( 3 H , m) , 7. 3-7. 
4 ( 2 H , m) , 7. 49 ( 1 H , t, J = 8. 0Hz), 7. 6-7. 7 
(2 H, m) , 7. 97 (1H, t, J = 1 . 9 H z) , 8. 16 ( 1 H, 
s) , 1 0. 1 9 ( 1 H, s) 

mmm 1 s s 

9 2 , 3-i?th*n-^>\/ [b] 3" -fe > 4 - 
Ijfrtfym (188mg) <Dmfc*3-U> (2ml) #MmttitzMft,**y- 

(0. 2ml) i:N, n-^^;i/*;i/a:ps. K (— m) fciiniU M-S- 

i&i\j*3-\/> (3ml) 4»©3- (W 1 -W;i/) 7-->J> (1 

11m g) (0. 17ml) ©!l^t±fBT*^ ^ftfcm^fb^ 

<Dmt*3-is> (3mi) m-r^>toz, m&®*Mwc snmmn 

-;i/"r^bs 9 2 , 3 -s?t kd-^W [b] ;r 
^K>4-A;b^>i ( 3 ^ 4f\7—ju- 1 -^^-7i^i/) -:p5 

h* (2 4 8mg) %«fco 

APCI-mass ;m/z410 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 3 . 01 (2H, t, J = 4. 4H 
z), 3. 3 2 (3H, s) , 4. 45 (2 H, t, J = 4. 6Hz), 7. 
14 (1H, s), 7. 2-7. 4 (3H, m) , 7. 50 (1H, t , J 



WO 01/68585 



PCT/JPOl/01993 



200 

= 8. OHz), 7. 6-8. 0 (4H, m) , 7. 98 (1H, s), 8. 
17 (1H, s), 10. 26 (1H, s) 

mmm 1 8 9 

( 1 5 7mg) CD^<b^^l/> (3ml) 4»!Hi»«tfc^b2l-^1J- U ;i> (0 . 
16ml) UN, N-y^fJ^;i/A7U- (— *JDitx 

Mfct^wy (3 ml) 4>©3- U * i — ()),) T - >; > (i 

llmg) (0. 17ml) <Z>»«Mftfc±IB-e*t h tifeflfflMbtt 

— ;VT!»ffl*U 9-?DD-2, 3 -5>fc [b] ^-^r-blf>4 

(3 — (AVJ—^- l-f^-7xz;^ -T^h* (19 5 

mg) £#;fco 

APCI-mass;m/z 3 6 6 (M+H + ) 

1 H-NMR(DMSO-d6) : <5 ; 3 . 02 (2H, t , J = 4. 3H 
z) , 4. 37 (2H, t, J = 4. 7Hz) , 7. 07 (1H, d, J = 
7. 8Hz) , 7. 12 (1H, s), 7. 27 (1H, s), 7. 3-7. 
6 (4H, m) ,. 7. 6-7. 8 (2H, m) , 7. 97 (1H, t, J = 
2. 0Hz), 8. 17 (1H, d, J = l. OHz), 10. 22 (1H, 
s) 

mmm 1 9 0 

8-*h3r^-2, 3-i?H KD-^>y [b] 4-i3JV#> 
ft ( 1 54mg) <DVL{b*9-]s> (3ml) ^»»*fcffi<h*^-9- U;b (0. 
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15ml) J:N, N-y^f;i/*;i/A7^ h* (-m) %mfL. »&#9&M 

(3ml) <f ©3- (>r i --r ;i/) t^-'J > (i 

llmg) fcK'JS>> (0. 17ml) ©»»»fc±f3^»e>ft&»»fb%& 
©&fc*?-b> (3ml) »1"oJn*., »^«ftS»*C2»IIB«» 

-;VT»#U 8-^h3^>-2, 3-^tl«D-^W [b] t^-feKV 
4-*;i/7i^>^ (3-W 5. Jl/- l-^fJV-7irjl/) H (22 

2mg) ^^ffeo 

APCI-mass ; m/z 3 6 2 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2. 94 (2H, t, J = 4. 7H 
z), 3. 77 (3H, s), 4. 26 ( 2 H , t, J = 4. 7Hz), 6. 
56 (1H, d, J = 2. 4Hz) , 6. 68 (1H, d, J = 8. 6 Hz) , 
7. 12 (1H, s), 7. 25 ( 1 H , s), 7. 3-7. 4 (2H.ni), 
7. 46 ( 1 H , d, J = 8 , 0 H z ) , 7. 6-7. 7 (2H.ni), 7. 
96 ( 1H, s), 8. 16 (1H, s) , 10. 07 (1H, s) 

mum 1 9 1 

7 b^^-2, 3-S>fc F D -^>y [b] **-fe^>4-*;i/^> 
i(15 4mg) ©ifrfb^b> (3ml) +»*i*fc*'(h*#*y^ (0 . 
15ml) iN, N-^^*^A75 K (— Wi fcillitx 

M4t*^u> (3mi) #©3- (-r $ yy-/i/- 1 — r;i/) T~ V > (1 

llmg) i:tr»;^> (0. 17ml) ©»««fcJifBTf#e>*vfc»ai'(b«l 

©tt-fb>t^b> (3mi) arroan*.* m&w*mm. r c2mmmn 
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^D7h^7^(i/iJW25g, 2% *#^-;i/-jtfrfb^:^» 
T'3lfgJU 7-p<hdpi/-2, 3 -S?h KP-^>\7 [b] *-*-fefcT>4- 
*;i/#>tt 5 1 -fil/-7i-jl/) -7* )? (18 9m 

APCI-mass ;m/z 3 6 2 (M + H + ) 

1 H — NMR (DMSO-d 6) : d ; 2 . 96 (2 H, t, J = 4. 7H 
z) , 31 7 4 (3H, s) , 4. 2 0 (2.H, t, J = 4. 7 Hz) , 6. 
8-7. 0 (2H, m) , 7. 02 (1H, d, J = 2. 7Hz), 7. 1 
3 (1H, s) , 7. 24 (1H, s), 7. 34 (1H, d, J = 8. 4 
Hz), 7. 48 (1H, d, J = 8. 0Hz), 7. 6-7. 8 (2H, 
m) , 7. 97 (1H, s), 8. 17 (1H, s) , 10. 17 (1H, 
s) 

19 2 

■ • 

7 -^DD-2 , 3-i;tFD-^>7 [b] **-k\Z> 4 -Ji)\,nt>m. 
(15 7mg) (Dmt* 1/ > (3ml) ^litCSftt^^'J^ (0. 

16ml) £N, N-^?;i/*;vA7* p (-}&) &iniU ig£^£gM 

Wdt^-^y (3ml) pf©3 - (^ * ^\/— 1 --f ;w) r^U > ( 1 
1 lmg) tKU^> (0. 1 7ml) ©»»«Efc±a37f»6>nfc»«<fb1» 

<o*iMts* u > omi) m-r-ztnz., m&®>*muiz 2mmmn 

— ^T'H 3giH L> iSBtb, 7-^DD-2, 3-i?th'D-^>y [b] 
*-fe£>4 -#;Vtf>^ (3--f * 1 -^jl/-7irji/) -7? 

1M 1 9 7mg) *mzo 
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APCI-mass ;m/z 3 6 6 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2 . 98 (2H, t, J = 4. 6H 
z), 4. 27 (2H, t, J = 4. 6Hz), 7. 01 ( 1 H, d, J = 
8. 7Hz), 7. 13 (1H, s), 7. 23 (1H, s), 7. 3-7. 
7 (6H, m) , 7. 96 (1H, t, J=l. 9Hz), 8. 16 (1H, 
s) , 1 0 . 1 7 ( 1 H, s) 

19 3 

2, 3 b*D-^>y [b] ^-^-fetf >4-A;i/^>m (1 5 4mg) 

t 1 - 1 h*P3^>^W N ( 1 3 lmg) (DmttJ-Vls ( 1 0 

ml) *mfflWLlzl-x.3-)] / -3- (3-i;^f/l/75;7 , DK;i/) 
SM 5. K (2 3 3mg) fciniU lB$Hgit#bfco 

C3- (-f * ^v—n,- ! — f ;V ) -p_ ,j > ( i 2 9mg) fcN, N-$>* 

^;vT^ytru^> (I09mg) £in;U 2 4^s#tfeo ^©m-s-^ 

*#J— ;i/-Jg'fb^^U>) "eUtSiU 2, 3-^bb*D-^>>; [b] 

*-3r-fetf>4 (3 )v- i — r;v-^^-;i/) —T 

X K (19 6mg) 

ESI— mass ; m/ z 3 3 2 (M + H + ) 

'H-NMR (DMSO-d6) : ; 2 . 98 (2H } t, J = 4. 3H 
z), 4. 27 (2H, t, J = 4. 3Hz), 7. 0-7. 6 ( 8 H , m) , 
7. 6-7. 8 (2H, m) , 7. 98 (1H, t, J = 2. 0Hz) , 8. 
16 ( 1 H, s) , 10. 17 ( 1 H, s) 

mmm 194 

2, 3-yth*D-^>y [b] 3-3r-fe^> 4 (3 — f ^ 
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1 -fjl/-7i^l/) -7$ K (11 Omg) (D^-f J-)V (5m 
1) ^Wtfc^O/^^e'A (10% w/w, 50%wet, 50 

mg) X'7kmmm%T i ommTummm^r^o &&&*£cu at^MffT 

4, 5-Th7tFn-^W [b] 2}-3r-fe t>4 -*;V^>^ (3 -4 % 

1 )V-7 (5 9 mg) £#fc 0 

APCI-mass ;m/z 3 3 4 (M+H + ) 

NMR (DMSO-d6) : 6 ; 2. 0-2. 3 (2H, m), 2. 6-3. 
2 (3H, m) , 3. 6-3. 8 (1H, m) , 4. 3-4. 5 (1H, m) , 
6. 9-7. 6 (8H,m), 7. 63 (1H, s), 7. 92 (1H, s), 
8. 1 4 (1H, s) , 1 0. 2 3 (1H, s) 

mmm 195 

8-^DP-2, 3-i?fcKD-^W [b] ^-fe > 4 
( 1 0 6mg) hl-t Kn^ri/^>\/ b "JT^-;!/ (7 7mg) (DMlt* 

(5ml) tpmffiMlZl 3- (z-*j*?-)\,?k; -xuk 

jv) *;i/^^-f ^ k • mmm (nemg) m&m* 3 o&m&& 

Ltzo U^mz. 3 - (J S.yV—JV-l-JJ^T-Vy (7 5mg) tN, 
N-^W^t'Ji'V (6 3mg) 2 4 Btll§8l# bfco 

dd-2, [b] rt^-fetf >4-*;i/^>^ (3->f 

1 -r^ Ml 0 2mg) 

ESI— mass ; m/ z 3 6 6 (M + H + ) 

1 H — NMR (DMSO-d6) : d ; 2. 98 (2H, t, J = 4. 6H 
z) , 4. 29 (2H, t, J = 4. 6Hz) 3 7. 09 (1H, d, J = 
2. 1Hz), 7. 13 (1H, d, J=2. 1Hz), 7. 16 (1H, 
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d, J = 2. 2Hz), 7. 26 (1H, s) , 7. 34 (1H, d, J = 
9. 0Hz) , 7. 46 (1H, d, J = 6. 3Hz), 7. 50 (1H, 
d,J = 6. 8Hz), 7. 6-7. 8 (2H, m) , 7. 96 (1H, t, 
J = 2. 0Hz) , 8. 16 (1H, s) , 10. 19 (1H, s) 

mmm 1 9 6 

1, l-i?**(-\>-2, 3 -i?t h*D- 1 H-^W [b] ^cc^>4 - 
( 1 3 5mg) i: 1 - 1 f'D^r^W h y 7^-;i/ ( 9 2 mg) 
©ifrfb^5^> (3ml) ^^^r-SK: 1 3 - (3-y^;V7 5. 
y t°d t;i/) jb^jK^-f 5 K • mmm (1 63mg) SiniU 3 0 

^IBHittbfco &&4fif£3- (W ^ 1-^)1) T-V> (9 0m 

g) fcN, N-^^^7^^US?> (8 3mg) fcifliU 2 4B#H§a# 

»>A-CS&fllU *«E*S5fe-bfco ;i/*C»flsU IBM 

U l, 3 -yt i«d^^; [b] ^tr>4-*;i/ 

(3 -- f 1 --f ;i/-7i^) -75 > (5 0mg) £ 

ESI-mass ;m/z 3 8 0 (M + H + ) 

'H-NMR (DMSO-d6) : 6 ; 3 . 05 (2H, t , J = 6. 6H 
z), 3. 80 (2H, t, J = 6. 6Hz), 7. 13 (1H, s) , 7. 
37 (1H, d, J = 9. 0Hz), 7. 4-7. 8 (7H, m) , 7. 9 
9 (1H, s) , 8. 06 (1H, d, J = 7. 4Hz), 8. 18 (1H, 
s), 10. 42 (1H, s) 

mmm 197 

7-^^;i/-2, 3-s^t po-^y; [b] 2i-#-fe^>4 -*;i/^*>^ 

(14 3m fir) <Dmc>*3-V> (3ml) *M*caMb:i-*-"!f-U/l/ (0. 
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(3m i) * 03 _ w^arv-^j.^^, T _ u> (1 

„ /T ** U ********* I, fc„ 

5 K (178mg) 

APCI-mass;m/z 3 4 6 (m + H + ) 

1 H — NMR (DMSO-d 6) -6-2 9 7 / q zj 

' - ° ' ^ 27 (3H, s) , 2. 96 (2 

»> t, J = 4. 4Hz) , 4 ?q /on 4. T 

, .id (2H, t, J = 4. 7Hz) , 6 
88 (1H, d, J = 8. 2Hz), 7. 0-7 o /,„ , „ 

7. 3 (2H, m) , 7. 34 (1H, d, J = 9 . 0H z) , 7 48 
(1H, d. J-8. 0Hz), 7. 6-7. 8 (2H, m) . 7. 98 (1 
*' J=1 - 9H2) « 8 ' 17 (1H, s), 10. 14 (1H, S ) 

Htn 19 8 

2m g ) ©Mwj^j, {8ml , *a»« CJBfl3;t+WU;l , (Q 

1) fcN. N-iU H ( _ w ^ -M|tMTa|t 

»t^U> (3ml) +® 3 - (-fS^-^-j.^^ r=y> (1 

lime) i:k«j»> (o. i7mi) ©■w*e±B T#6fcJtiMHMI 
<om^^> ( 3mi) ssss-as^o,,^, ******* zmmm* 
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95mg) £#£ 0 

AP C I -ma s s ; m/z 3 3 0 (M+H + ) 

'H-NMR (DMSO-d6) :6;2. 0-2. 2 (2H, m) , 2 
60 ( 2H , t. J = 6 . 3Hz) . 2. 7-2. 9 (2H, n ) , 7 1 
3 (1H, s) , 7. 2-7. 5 (6H, m) , 7. 47 (1 H , t, J = 
8. 0Hz), 7. 6-7. 8 (2H, m ) , 7 . 99 (1H, t, J = 2 
0Hz) , 8. 17 (1H, s) , 10. 19 (1H, s) 

MMM 19 9 

(14 2mg) «>*^^ u> (3ml) «WftfcttflS**1MJ/p (0 
1 5ml) tN, X-J*****^ K <-») **** 

*fls**U> (3ml) *<*)3- U^^vr-;!,-!-^^) ^, ;> (? 

8ftm>(3ml) «**-*roan*, i^^2ip^i 

( 1 6 2mg) Zmtzo 
AP C I -ma s s ; m/z 4 5 8 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2. 97 (2H, t a J = 4 2H 

■) . 4. 26 (2H. t, J = 4. 5Hz) . 6. 81 ( 1 H , d, J = 
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8. 5 H z ) , 7. 13 ( 1 H, s ) , 7 . 22 (1H, s), 7. 34 (1 
H, d, J = 8. 0Hz) , 7. 46 ( 1 H, d, J = 8. 0Hz) , 7. 
56 (1H, dd, J = 2. 2Hz, 8. 5=Hz), 7. 7-7. 8 (2 
H , m) , 7. 82 (1H, d , J = 2. 0 H z ) , 7. 96 (1H, s ) , 
8. 16 (1H, s) , 10. 15 (iH, s) 

SI*IB0!I 2 0 0 

7-^;i/^-n- 2 3 3-^fcFD-^W [b] ^-^-fe^>4 

®(83mg) J:5-7*y-3-^DD-2- ( fcf U V > - 2 ->f ^ 
T^ytfU^> (97mg) ©JfrftL* U > (5ml) 1 - 

3i^;i/-3- (3-i;^f/V7^;rDt;v) tuvtfvj 5. h* • (l 

15mg) h N , N-i?^^;i/T^ y fU (24mg) £;&n;U 

U IMtU «£*U 7-7;V*D-2, 3-yth*D-^>^ [b] ^-^r 

-fe^>4-*;i/^>^ [5-^dd-6- [ (t* u 2 ->f 

T^y] EU5>>-3— OV] h* (1 3 9mg) *mfco 
A PCI— mass ; m/ z 4 2 5 (M + H + ) 

1 H — NMR (DMS0-d6) : ; 2 . 94 (2H, t, J = 4. 5H 
z), 4. 22 (2H, t, J = 4. 7Hz), 4. 66 (2H, d, J = 
5. 7Hz) , 6. 9-7. 4 (7H, m) , 7. 71 (1H, dt, J = 
1. 8Hz, 7. 7Hz), 8. 01 (1H, d, J = 2. 2Hz), 8. 
18 (1H, d, J = 2. 2Hz) , 8. 50 (1H, d, J = 3. 6Hz), 
9 . 8 8 ( 1 H, s) 



mm 2 o i 
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7 -7)l*U-2, f*D-^>>; [b] 4 

^(10 4mg) h3 - [ 1 , 2 , 4] KU7V-;V- 1 ^-)V 
(80mg) <Dm4b^b> (5ml) Wil:l-i?jv-3- 
(3 ^rn tf;i/) jb;i/#5?-f 5. Y -ffimM. ( 1 3 4mg) t 
N, N-^^^;i/T^y ey$>> (31mg) ^Sn^.s $g£H^£2 4l$|ig& 

2, FD-^>^; [b]mt>4-*^>i (3 - [1, 2, 

4] h'J7>;-;i/-l-^;b-7ir;v) -r* K (74mg) £#fc 0 
APCI— mass ; m./ z 3 5 1 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2. 99 (2H, t, J = 4. 4H 
z ) , 4. 25 (2H, t, J = 4. 7Hz), 7. 00 ( 1 H , dd, J 
= 5. 2Hz, 8. 9Hz), 7. 12 ( 1 H, dt, J = 3. 0Hz, 8. 
3Hz) , 7. 22 (1 H, s), 7. 33 (1H, dd, J = 3. 0Hz, 
10. 0 Hz), 7. 5-7. 9 ( 3 H , m) , 8. 2-8. 3 ( 2 H , m) , 
9. 2 7 ( 1 H, s) , 1 0. 2 5 (1 H, s) 

mmm 202 

7 -7)\,*u-2, 3-^th*D-^>V [b] mt>4-AM> 
i(104mg) £3-VV 5 - J )],-7 ^-frTS.y (86mg) 

(Dmib*3-u> (5mi) ^mmmtz 1 3 - (3 -*?*wr§ 

yrntf;v) *;i/**i;>r ^ h* • mmi& ( 1 3 4mg) tN, N-s^^t- 

£US>> (3 lmg) £flD;t> 2 4 B$|igjf|# U igfti^b> 
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[b] rt^-b tr>4 -*;i/7jf>^ (3-ifU^f/>-5 31- 

(13 3mg) IHh 
AP C I -ma s s ; m/z 3 6 2 (M+H + ) 

J H — NMR (DMSO-d6) : 6 ; 2 . 99 (2H, t , J = 4. 4H 
z), 4. 25 (2H, t, J = 4. 7Hz) , 7. 01 (1H, dd, J 
= 5. 2Hz, 9. OHz) , 7. 12 (1H, dt, J = 3. OHz, 8. 
3Hz), 7. 22 (1H, s), 7. 33 (1H, dd, J = 3. OHz, 
9. 8Hz), 7. 5-7. 6 (2H,m), 7. 8-7. 9 (lH,m), 
8. 08 (1H, s), 9. 09 (2H, s), 9. 2 1 (1H, s) , 1 
0. 1 6 ( 1 H, s) 

mMm 2 0 3 

S(104mg) h3- (2, 3-i?^?/l/-3H-^f ^7-A-4 — f 
-7i_;V7^ (9 9mg) (Di^it^^-U> (5ml) 1 
3 - ( 3-i?^^7^y 7D tf;i/) •bft-KV'i K h* -Jg^ ( 1 
3 4mg) JiN, N-^g^l/T^ J KU ^>*> ( 3 1 mg) &iPiU *g-£#J 

-7)l*u- 2, 3-i?t KD-^.>\Z[b]^-^-fe^>4-*;V^>^[3 
(2, 3-y^f/V-3H--f5^;-;i/-4-'f;i') -75 
K (1 0 8mg) £#fc 0 
APCI— mass ; m/ z 3 7 8 (M+H + ) 

'H-NMR (DMS0-d6) : 6 ; 2 . 36 (3H, s), 2. 98 (2 
H, t, J = 5. OHz), 3. 55 (3H, s), 4. 25 (2H, t, 
J = 4. 7Hz), 6. 86 (1H, s), 7. 00 (1H, dd, J = 5. 
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2Hz, 8. 9Hz) , 7. 0-7. 2 (4H, m) , 7. 3-7. 5 (2 
' H, m) . 7. 69 (1H, d, J = 8. 2 Hz) , 7. 77 (1H, s), 
10. 08 (1H, s) 

$mm 204 

3 - (2, 3-i?^^-3H-^f^^;-;t.-4->f/l/) - 7 -ij> (9 
4mg) t3-j-7#l,>-l-j;i-my }m (9 9mg) 0 ^ <bp< ^ 

1^X5 ml) tMS&fc: 1 3 - (3-i;^f;P7U7D^l/) 

*/^^5 F -iii (14 4mg) tN, N-y/fA7$';KiJs;> 
(3 lmg) £Jn*.s i^24KffflS#U »&*g*bfco 
7A^D?h^7^(^iJA^20g, 3% **y-;i,-tt(fe*^ 
U» «U N- [3- (2, 3-^^l/-3H-^^7-;i/-4 

-- r ;i/) -^^ - 3- ^-7^b>-i-^;i,-7-^ij K ( 6 4 

mg) &#£o 

APCI-mass ; m/z 3 6 8 (M + H + ) 

X H — NMR (DMSO-d6) :6 ; 2. 37 (3H, s), 3. 57 (3 
H, s) , 6. 9-7. 0 (2H, m) , 7. 15 (1H, d, J = 7. 7 
Hz), 7. 44 (1H, t, J = 7. 9Hz), 7. 6-7. 8 (4H, 
m) , 7. 9-8. 1(4 H,m), 8. 26 (1H, d, J=7. 6Hz), 
8. 39 (1H, d, J=l 5. 5Hz) , 10. 42 (1H, s) 

mmm 205 

(2E) — N— [3 -^dd- 5 - [Rc-y (y^-ji) ^^y] 

y^-Jl^l - 3- (1 H — J> F—;i>~ 3 —-iJl) - 2 -7d^>?5 j? 
mp 1 8 4 - 1 8 7°C 
MS : 4 1 5 (M+ 1 ) 
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NMR (DMSO, 6) : 6 . 60 (3H, br s) , 6. 78 ( 1 H, 
d, J=15. 8Hz), 6. 97-7. 28 (2H,m), 7. 30-7. 
69 (5H, m) , 7. 78 (1H, d, J = 15. 8Hz), 7. 83- 
8. 05 ( 5 H , m) , 10. 09 (1H, s), 11. 68 (1H, s) 

giMm 2 0 6 

3- (4, 5 -i?*?-;W 1 -J JV) 7-V> (94mg) 

t6-^nD-2H-^D^>-3-*;i/^>i (1 0 6mg) (Di&fc*^ 
l/>(5ml) 1 -ac^-ji- 3 - (3-^^f/V7^7nt/l/) 

(144mg) hN, N-y^^l/?5yi^Ui;> 

oimg) sjn*^ m&m*2 4Kf^i$bfeo *<Dm&m*mb*3-v 

[3- (4, 5 -^^;v--f ^ yv—n,- l --r;i/) -^5. 

K (73mg) £*#;fco 

APCI— mass ; m/ z 3 8 0 , 3 8 2 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2 . 10 (3 H, s), 2. 11 (3 
H, s), 5. 02 ( 2 H, s), 6. 9 2 ( 1 H, d, J = 8. 6 H z) , 
7. 12 (1H, d, J = 8. 3Hz) , 7. 31 (1H, dd, J = 8. 
3Hz, 2. 6Hz), 7. 4-7. 5 (2H,m), 7. 50 ( 1 H , t, 
J=8. 0Hz), 7. 63 (1H, s), 7. 7-7. 9 ( 2 H , m) , 
10. 3 3 ( 1 H, s) 

mmm 207 

2- (£'J i?>- 2 ->f >>) -5-T^^tfU^> (100 

mg) fc7-7;i/*D-2, 3-ytFD-^>y [b] ^-fetrv 4 -# 
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)li$>m. (1 0 4mg) ©attb* 1/ > (5ml) if>!RSittfc: 1 
3 _ ( 3 -*?*?-j\,-r§ j 7*Dt:;i/) 5. F ( 1 4 4mg) 

i:N, N-y^fJl/7UK'i^> (31mg) %fln;^ »-&**2 4RfM 
ffl;^b. »*l£«*bfco l^*7L^D?h^77^- ( # ^ ;i/ 2 
0 g, 2-3% ^^/'-^-I^^l'VjtiKU 7 -7))s*U-2, 

b*D-^W [b] sT^-bt >4 [6 [ (KU^>- 
2_^;v^^;v) T^y] U 3 — f JV] -T^ h* (1 0 9mg) 

APCI-mass ;m/z39 1 (M+H + ) 

'H-NMR (DMSO-d6) : <S ; 2 . 94 (2H, t, J = 4. 7H 
z) , 4. 22 (2 H, t, J = 4. 7Hz), 4. 5 4 (2H, d, J = 
6. 0 H z ) , 6. 9-7. 4 ( 7 H , m) , 7. 6-7. 8 ( 2 H , m) , 
8. 18 (1H, d, J = 2. 4Hz), 8. 50 (1H, d, J = 4. 1 
Hz) , 9. 71 (IE, s) 

%Wfr\ 2 0 8 

3 _ 7 j;_5 _ i; 3 --f ;i/) KUy> -naiBtttt (8 Omg) 

htf'J^> (0. 27ml) CD^<b^^-l/> (5ml)'tt'Ii*C7Ml/ 
>-l-A^-;i/-^0'J h* (7 5mg) ©ifrfb*^V> (2ml) 

>f;i/25g, 3% fgiiu 9H-7;v^-ix 

y _ i [3 , 3' ] ttfU^;V5--r;i/T^ K (10 3mg) 

ESI-mass ;m/z 3 8 6 (M + N a + ) 

1 H-NMR (DMSO-d6) : <5 ; 4 . 24 (2H, s) , 7. 3-7. 



WO 01/68585 



PCT/JPOl/01993 



214 

5 (2H, m) , 7. 5-7. 7 (2H, m) , 7. 83 (1H, d, J = 
6. 8Hz), 7. 99 (1H, d, J=6. 5Hz), 8. 1-8. 2 (2 
H,m), 8. 57 (1H, t, J = 3. 8Hz), 8. 66 (1H, dd, 
J = 4. 8Hz, 1. 5Hz) , 8. 72 ( 1 H, d, J = 2. 0Hz) , 
8. 9 5 (1H, d, J = 2. OHz) , 9. 03 (1H, d, J = 2. 2 
Hz) , 1 0. 6 9 (1 H, s) 

mmm 209 

9H-7Mi/>-i-*;^>i (5-t vvv 

y-Z-j } \s) -7? y (0. 3 7 g) <Dry-7$ J— )V (15ml) 
fc*>;W VfTl— Y (7 9mg) hi, 8 -S>7tTKS/*D [5.4. 
0] C>7 ? *-7-^> (80//1) £iD;ts ^CDM* 1 2 0°C-C 51$ 

$tmb> *T?ifei*L*3rCl6*ftU 9H-7/l/^l/>-l-*;i/*>i [5 
- (4 5 --^^-^V- 4 , 5-yth'D-lH- [1, 2, 4] 

HJ7 n;_ ;v _3_^;V) -t:US?>-3--f;i/] -7"^ H (2 0 3mg) 

APCI— mass ; 400 (m/z, [M + H] + ) 
NMR (DMSO-d 6 , d) ; 3. 62 (3H, s) , 4. 23 (2H, 
s), 7. 36-7. 44 (2H.ni), 7. 55-7. 66 (2H, m), 
7. 82 (1H, d, J = 7. OHz) , 8. 00 (1H, d, J = 6. 3 
Hz) , 8. 17 (1H, d, J = 7. OHz) , 8. 61 (1H, d, J 
= 2. 1Hz), 8. 70 (1H, d, J=l. 9Hz), 9. 13 (1H, 
d, J = 2. 4Hz) , 10. 79 (1H, s) , 14. 0 3 (1H, br 

s) 



mm 2 i o 
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9H-7;vti/> - l -*;v#>« [5 - (4-^f-;v- 5 -*-a-*v- 

S?>-3--f ;V] P (12 Omg) ©W® (5ml) »*CH«K^ 

HJ^A (83mg) ©* (0. 4ml) ©MfciP^ *Ofi^r«* 1 0 

uxst-feib> 9H-7;vti/>-i-*^*>8[5 - (4-^^;v- 

4H _ [!, 2, 4] HJT\/-;V-3-'OV) - ^ U 'S»- 3 -- f - 
7^1* (11 2 mg) *mtco 

AP CI— mass ; 368 (m/z , [M + H] + ) 
NMR (DMSO-d 6 , d) ;3. 88 (3H, s) , 4. 24 (2H, 
s) , 7. 36-7. 44 (2H,m), 7. 57-7. 66 (2H, m) , 
7. 82 (1H, d, J = 7. 1Hz) , 8. 00 (1H, d, J = 6. 3 
Hz) , 8. 17 (1H, d, J = 7. 1Hz) , 8. 71 (1H, d, J 
= 2. 2Hz), 8. 76 (1H, d, J = l. 9Hz), 8. 95 (1H, 
s) , 9. 16 (1H, d, J = 2. 3Hz), 10. 83 (1H, s) 

mmm 211 

3 2-vv yjvx-utm- 1 h— -f > k— ;v- 7 

ft (6 Omg) . 6- (2-^f*-Kyy>-3-f/V*^) t?U^> 
-3H^5> (5 Omg) „ 1- C3- ^K*] 
-3-j:^;V*;V^^^ 5. h* -ffiiHfi (6 6mg) ©i&fb^l'V (3ml) 
&$£K:4-^j*^V^y ^>;^> (15mg) %ifitJfl^.feo ^}&-e4 

_ 1H ->f >k-;v-7-*;w*>® C6- (2-/f;v-^J^>-3- 

- ^ U > - 3 - ;V] 7* ^ K (4 3mg) £#fco 
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APCI-mas s ; 4 2 7 (m/z, [M + H], + ) 

NMR (DMSO-d 6 , d) ; 2. 32 (3H, s) , 2. 43 (3H, 

d, J = 2. 0Hz), 7. 17 (1H, d, J = 8. 8Hz), 7. 23 

-7. 40 (2H.ni), 7. 51 (1H, d, J = 8. 1Hz), 7. 8 

5-8. 0 5 (2H, m) , 8. 2 3-8. 4 0 (2H, m) , 8. 4 8 (1 

H, d, J = 2. 5Hz), 10. 58 (1H, s) , 1 1. 46 (1H, 

s) 
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1 . -USsS ( I ) : 

R 1 -A-X-N HCO-Y-R 2 

-CCH 2)t-CO) m - 

Xfct 

R 3 R 4 R 6 

\/ I 
-(C)p-N- (CO)n- 



(3Sf, R 3 £J;r*R 4 te:zkiSt, Xfct— ^ICfroT-f 
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2. R'at-r $yyuju ; 



175 
175 
175 
TV; 



3 ffl O^gjfc T 71/ # J -f 7U« * *TT & -f 5 y 1/ U 71/ ■;■ 



t!U$>7W; 

1 75S 3 <S©jg;^T7U^7l/*^ tt5 tf U >>7l/ ; 
175M3^©^jKT7l'3^^£WT5fc!U^7V ; 
175S3fiCD/\D<y*>^Wr^)fcfU> ? 7U ; 

1753E3®(DADy>^J:tAVX«bU7NO T7W1/S&WT-5 tf 



1 75M3®05<g;mT7l/4 1 7VS^Wr'2)7ai^i7l/i 
1 75S 3 ffi©ffi;mT7l/^7VT 5 7 -5 7 m-;^ 

1 75S 3 m<D{&m7)i±i j <i )vt sys^n y^-jvm 

1 75M 3 lOAD^ >cfe<fc tf/XteffijftTJWia * ^**^"T * 7 x — 7V; 



M^l75M4fli*^tr^fq^m^$wr^7x^7I/S ; 

BfcftHC^P 1 Xtt 2 ffl*«k^S*JK ; f' 1 75M 3 e^trTtSfnttlftJ^S^ 
1 X« 2 <B33<fctfg3t!SB 1 1 75 M 3 m&Sts^mfoW.m%MMz&^ 



tT^^v 5 — 7U ; 
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1 ftM3^tf)Mfc7Jl/^;i'g£:3rr<5't' Vt^tyj;p ; 
■175S3.fil©<a»7;W^r;Hfe&^r-r* h ; 

l 75M3®©An>ir>£Wr<5HU #V—)V 

3-7V7W)\>; 

17iM3^©^T;i/4 i ;i^S^#-rs-l'>HU;i/ ; 

173M3^(D&j^7;i/*;i'S£*-r£>-r>FU;l' ; 
175S3<@©An^>$r^r-r^ya:-;i/» ; 
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1 7bm3m<D{&m7 j^^->s§tts7 ; 

7i-;H*tt47i=;Vi; 
AD5 1 Iz;HS||t5 7x-JVS ; 

7i-;H&fti>^ir;i/S ; 
-r-5*;i//\*yj;i/ ; 

2, 3-ybKO^>>7 [b] ^-^-fetf— 

175M3©©^gmT;i/^;US*^-r§ 2, 3-ytHD^>'/ [b] **F± 
175S3^(DADer>Sr^T-r^ 2, 3-7tKD^>7 [b] t^tkf-^ 

> 

[b] ^-^-fetm;!/ ; 

UiSSe^^aT^n^^^W-r-S 2, 3-^kHD-^>7 [b] :f 
^yS§ft52, 3 -i?h Hd-^>>/ [b] 

8. 9-7kFD-^>yy^DA^>; 
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-f > H U ;V ; 

1 72rS 3 fli© MJ A □ (&«) T;l/=^;l/S* J; t)f/X«<ll7;^M$^ 
-(CH 2 )t- (0) m ~ 

R 3 R 4 R 6 

\/ I 
-(C)p— N- (CO)n- 

tteO, 1X1J2, 

17!>M3ja©AD^r>^^-r§7x-l/>* ; 
175M3<l©->TyS^Wr-2>7acnl/>S ; 

l75M3|@0<SaT;i/3^->S^WrS^i^l/>S ; 

1 77>M 3 <@©A i tK/XfcMSi^T^n ^ixS^W-T & 7 x n 1/ >m 
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3. -fl£5£ (I) : 

R 1 - A -X- NHCO-Y-R 2 

\/ I 

-(C)p-N- (CO)n- 

tK^, pttl, n \Z 0 , 
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4. — jfts*: (I) : 

R 1 -A-X-N HCO-Y-R 2 

£ tl S 4b-&#»*3 «fc <Di&o 

5. R 1 **4, 5-zS (fifty 'f5^/U;H, 

6. — Jft5* (I) : 

R 1 -A-X-N HCO-Y-R 2 

(5fc*, R 1 ttl75S3fl©fijRr;i/+;patfeW-r*SE#JB[ ; ? 1 175S4«S 

t^c t£ n z> it -g- m & «t tK-t © &o 

7. R 1 *»4, 5 -S? (fifty ;i/=^U) -fS^V/U;^ 

X#* 1 4@©fifty;i/n^->X£*rT £ 7 i^I/>STfe§i^]g 6 8E«fc©-ft; 

8 . — $§!3£ • 
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R 1 -A-X-N H 2 

* 

HOOC-Y-R 2 

« 

R 1 -A-X-N HCO-Y-R 2 

t ^ $ n s \ t ^ x « © ^ £ m m. ? & 

-(CH 2 )t-(0) m - 

R 3 R 4 R 5 

\/ I 
-(C)p-N- (CO)n- 
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tteO, lXii2, 

^g*tttii2fti, 

R 1 -C-S- R 6 
II 

NH 

H 2 N-X-N HCO-Y-R 2 

R 1 - C - N H -X- N H C O - R 2 
II 

N H 

R 6 teteMTfr^-JV&X&Z,) . 
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1 0 . — : 
H2N — R 1 

$ n £ f b-g-^i x u^e <d m. * > 

R 6 -S -C -X-NHCO-Y-R 2 

II 

NH 

R 1 -NH-C-X-NHCO-R 2 

II 

NH 

$ ft £ it^JL tt-t * §3 ifif <£> 

1 1 . 'flSjjJl I 
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R 1 - NH 2 

H- C-X-N HCO-Y-R 2 
II 

O 

R""-N H-CH 2 -X-N HCO-Y-R 2 

I 

I 
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14. m$zmi \zt&m<D4k&w<DmmtisT<Dm&. 

i 8. m&^mzmwwik&wzt hx\zmmz&-$-'rz>z\tfr*>?si% 5 
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